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Abstract of JP 10152462 (A) 

PROBLEM TO BE SOLVED: To obtain a new 
benzamide derivative having differentiation inducing 
acton, useful as a medicine for treating and 
improving malignant tumor, autoimmune disease, 
dermatitis and parasitic infectious disease. 
SOLUTION: This compound is shown by formula I A 
is a (substituted) phenyl or a heterocycle (which may 
contain 1 to 4 substituent groups such as a halogen, 
hydroxyl group, amino, nitro and cyano); X is a direct 
bond, (CH2 )e , (CH2 )g -0-(CH2 )e , etc. ((e) is 1-4; 
(g) is 0-4); Q is a structure shown by formula II [R7 
is H, a 1-4C (substituted) alkyl], etc.; R1 and R2 are 
each H, a halogen, etc.; R3 is a hydroxyl group or 
amino}. The compound of formula I is obtained, for 
example, by subjecting a compound of the formula 
A-X-R9 [R9 is C(=G)OH (G is oxygen or sulfur) or 
NH2 ] and a compound of formula III [R9 and R10 
are not the same and one is C(=G)OH and the other 
is NH2 ; R1 1 Is a protected hydroxyl group] to 
condensation reaction. 
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Or 



-O-C-N- 1 H H NHa 



0 

-C-N- 0 H H MHz 



1 H H NHa 
1 H H NH;, 

1 H H NH 2 



-C-Jj- OH H NH 2 

— C-JJ- 1 H H W a 
0 

-c-»j- 1 H H NH a 

im2im-im^>2 1 



A-X-Q-(CH2)n 






A 


X 


Q 


n R1 R2 


R3 
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0 
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! i X> 

ftMHM A X Q n R1 R2 R3 

221 <Q- -CH,- -o4-N- 1 H H NHg 
0 

2 2 2 0 Q- -CH.-0-CH,- _|J_jj_ l H H NH 2 

2 2 3 <Q— -ch.-o-ch,- .{J^ l H H NHa 

2 2 4 hO~ SSIS ^ -o-c-fj- l H H W 2 

2 2 5 Q~ -ch,- -o-L- 1 H H 

HiC H 

2 2 6 HC^" " CH, "°'°*" — 1 H H M-fc 

2 2 7 *C-lQl- -(CH*- _„J 1 H H NHg 



2 2 8 



* -o-c-N- 1 H H NH Z 

22 9 <£>- .ch,. _ 0 J. r l H H MH 2 

2 3 0 <g>~ -OVO-CH.- _!!_„_ 1 H H hH 2 

^097] [«24]*-l«*«23 



(34) 



0-1 52462 



s 

mm A x Q n R1 

i OCT ***** JL i h 





X Q n 


R1 


R2 


R3 






H 


H 


NH, 
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H 
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234 00- 


_y_ a _ i 
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o 
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H 
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□ 
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[«2 9] *-4 



fflWl 0- 



152462 
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itiilS 
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[0104] *mi<Mk-mit, mtHTmi a tc-n 

(a) ^ (14) [<flS2 7] 

[0105] 

[ft2 7] 

A-X-R9 (14) 

R1D-(( 



[*<f>, Rl, R2&J;t/nf2ftiI2iim R10J2R 
9#-C (=G) oh (G&MBfciai*) C0t#(i-N 
Hj&^U R9#-NH 2 c9i:£fi-C ( = G) OH 
(G{iM2fc|Si«) **r*\ Rl liitert-7>* 

(b) (16) [<ffc2 9] 
[0 107] 
Hfc2 9] 

A-X-R12 (16) 

(*K AtiitfXfcmiEfcESL Rl 2tt-OH4fc 
{£-NH 2 £«-f „ ) T^h^t^b^ (17) 
Cft3 0] 



A&xvxmmtm. r9{±-c (=g) 
oh (oti. isfjs^gjjbmiajijR^^t) sfctt- 

NH,MW. ] TSRSilSftafcfcS (15) Ut2 
8] 

[0106] 
[^28] 




(5*4». Rl. R2, Rl ltJit^nJiWIBtlim. R 
13li-OH*fctt-NH,fc#$-. ) TSSflSfliA- 
N, N' -tf/MfcVl's^'f N, N' 

8) [fl;3 1] 
[0 109] 
[ft 3 1 ] 



A-X-Q-(CH2)n 
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(#f>, A, X, Q, n, Rl, R2i><kt>*Rl Him 

(c) « (14) t»S*l*-(fc^«fc* (19) [-ft 
32] 

[0 110] 
[€3 2] 



R10-(CH 2 )rv 



HI 



(sittU Rl. Rl Ofcit^ntiHuiSfcPl^. R14 
tt, -XfVPS, Xf-A**fc{±t ert -7"f-/l^£S 

id) 3d (16) (20) [-ft 

33] 

[0111] 
[€3 3 3 

R13-(CH 2 )rK ~ , R1 




(#K Rl, R13, Rl^AtfiUiMEfcH 

*. ) •essiift'ffc&ftfc, n, n' -a/wfcyw 

fcftLT»fe*l4S(2 1) [€3 4] 
[0112] 
[€3 4 3 

A-X-CJ-fCHaJn^^^ 1 

,0-R14 



' (21) 



(3Wi, A, X, Q, n s RlfeJ:^R14{i|u|Et|S| 

&. ) T*zti^t£^i}n7kttmixftt,tim ( 2 

2) [€3 5] 
[01 13] 
[€3 5 3 



A-X-a(CH2)i 



A, X, Q, nfeJ;VRli±BiriEfc|BI*. ) T" 
SKSflS-ftHMItert ( 2 3 ) [€3 6] 
[01143 



R11 

1> 



(5$*, R2fcJ;tfRl HifliefcR*. ) "C^SilS 
fc^fcffi£J*ffifcttLT1#&;h.*3S (18) X'^Zii 

(e) 3U2 2>T5*3*iSfc£«i:5U24) [-ft 
37] 

[01153 
[€3 7 3 



(24) 



(*K R2feJ;yR3(±Met[Bia )T^£ftS€ 

[oii63 Km%*m<?>&mz^x®K&. $ 

(15) T*S<l*ft^»l4 s 3$ ( 2 5 ) [€38] 
[0 1173 
[€3 8 3 



R10-(CH 2 )n 



(*k Rl, R10fc±Vnf2fu!Bi[SJgt o 

(23) x^tiiit^mtm^Kmmi, mm 

«*Mf a £ t fc<fc 0 ftS £ fc ft . S ( 1 7 ) T 
wS*L6-|fcA«tt. « ( 2 6 ) [€3 9] 

[01183 

[€3 9 3 




R13-(CH 2 )n>. ^n./ H1 
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(*K Rl, R13fcJ;V'n{±mfEi:|SIfe ) 

(23) -cssftafc^kiiteKjtftetf u s&wk 

«tl£fi3£fcfcJ:D»l>£fc#'T'#l>„ « (23) X' 

[01193 fcfcRiStOV vCiJK* . ( a ) C0*-&R 

^ri£fc i. ■? xmmth £ t £ . W*tf, #/i^'y 
ttftft W (14) C6WR9*!-C (=G) OH 

{Giim&tnm. ) Tsssjh.i-fc&ftifcass ( i 

5) fcfc^TRl 0**-C (=G) OH (GteffilZhm 

m)X'mtint^m t2, 4, 

/-/K ^y*?oo7x./-M,L<Ji4-xhn7 
? W 5 Hs N-h H^^yXhUTV-^f^N 

TSyffcfr [it ( 14) ttJ^TR9*«-NH 2 T^S 
*l4fc£*4>fcH::* (15) |c*jWCR 1 

[ 0 1 2 0 ] 4 fc, WtfytMto W < 1 4 ) fc*5H 
TR9#-C ( = G) OH (GtifflEfcHII) 
*ft**4fctts5 (15) tefcWCRl 0#-C ( = 

g) oh {Gmmmm) x-^tiMt^i 
Stf, BKftftf38ftl,fctt, 7$yj«# « ( i a ) 

fo&\^XR9ifi-NHiX^1*h&itemZtz\£& ( 1 
5) tetttvCRl 038»-NH,T«S<lftflS^*] fcffi 

t fc J; nxm £ fc**T-# S . 
[ 0 1 2 1 ] 4fc, iuvifsvmst « ( 1 4 ) fcsn 

TR9#-C ( = G) OH (G{iMBi;|5l«) TSSSft. 

4fl:^*4fcJ« (15) fcJSWCR 1 Oj&J-C ( = 

g) oh (Gmmtnm) x^ztiwtimi 
if ts^s-fri. £ k iz^xmrnmrnm. r 

$yj£# [sU 1 4) fcbWR9#'-NH 2 -C^£ft 
Sfc&W4fctt3S (15) fcfcWCRl 0#-NH 2 T 

[0 12 2] 3fcfc*fc s aSJB^RJffili, y^nA. 
S^l^M?^ 5 Hs N, N' 5f 

-h\ 2-^nn-l, 3-^fW5//P-W 
? o 7 -f Kfc t'o^rf- HW^tQK^JMk-cmv 3 

[0123]RlKtt. «»-20— +5 0^0. 5~- 
4 8P#g|fTd. ffll^n*««SEfc LTttWitf. ^y-fe* 



N, N-y>f/l/WA75F«f, ^^7- 
/k x*/-;|,£^TAo-;|,«4fcte£;h.&<0»# 

;kr $ y4£Jitf y ^ vsjriftaiTRIW-* . 

[0124] ( b ) CDM&Bim. * ( 1 6 ) *fcfcW 
(17) T*S*i4fl:-^Hjojffe/5,3&>-*fe*^y s 
■^tfx^'y, N, N' -#/l^x/|^$^>/-/H> 
N, N' -ttjuVtf-jVi/j $yv'~)v%b"-&m^x 
ffltitLtdk. i> d -Ucoit-^m k&lfc%itZ>Zkt,zl 

iTftoz.kif?*&. Km. a®-2o-+5o°c 
x-o . 5-4 8»sisiRj6?f ? . m*$>ti&imb ixa 

9ILtts ^xy&f^S^bkm 

fox— r/Hl, tS-fk^f-Vy, ^nn*;WA*f^N 
n^'y^bJ<m N, N-y-^^*;UATS H, 

h yx^rs y4?t{4ey yy^t^jDi. 

[0125] ( c ) (DM-SKlfcli ( a ) om&BWSbR 
Mcoumzl mio £ h. ( d ) cott^RiBfi 

( b ) com^Kmbnmcoumzx mi? z. ttfx% 
*• 

[ 0 1 2 6 ] j* ( 1 7 ) x'TFZti&it-sm&mm 
Mftwri- mf&mizm^ htih m-x-^h 

tl&. mitt. 5^(18) fctJWCRlltf, tert 

[01273 ^(1) fcit^ (13) t»8*i*fls^ 
»OffiJ4, * ( 1 ) Atftft ( 1 3 ) t»S#i&-(b^!Bi 

ffi, iSBK. 7v;HL vu-fyK, ?xyi, ^g,# 
£ #T-# 5 . £ 4 fc 7 y - 

( i ) tjitxs (i3) coit&bkm&im 

[ 0 1 2 8 ] * ( 1 ) fiJJlfi* (13) TSS3;ft..5fc£ 
WJ4. Keftd4ft^^9ffOjHi^S % 0iJ^{i'ttffiffi s 
W^&m. Xy-Mrtiihyyy k'vU-mz X D 
*«««■■* 

[0129] *^w«^yX7-S KSHMfd3J:t^Vf 
[0130] ££T'»14»i:{4iittajfiL^ % ttttaji 
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^zmMmmm. ±wm. mm, mmm, 
mm, mm, mm, wm, mmm, mm. m 
m. wmmm, mm. mn&m. mm. m± 
mm. *am®. mmm. twh. w&m. 
w&am-sa km, mm. mmm. mm. 
fmmmm. wei, mm 

[0131] ae*B860U6& ii y mm 

y y; ms» , m&?mM<& y y; -«mhe, ? n - y 

[0132] *w%m$)&ftik-%m±. EMSht ix 

ft*. »j(4j1^m$^i.^ij, mm\. mm. 
mm. mmm, mmm. miRmmmmmhi^ 
wxm*mYzwmzti&. znmmmb ixiz& 

<r>b ixmi. am, mm. mi. mmm. mi, mm 
m. tr^m, mm mm, mmmw) tsxv&a 

[0133] mmmmmuzigixte. mt 
ixzeimxumx*) £<mtix^&mot><7)* 
zmtLxii, Mtmi 
m, T'yyy. stm^^A, *>*v>, 

^■t/uu-y., nwmowmm, ^/~>v, 

-Vy-fyffiWi. ^/l^^fvu-fe^n-x, -b 
yv?. Xf-iV&Vxi-x, ^yh'-^fpy Fy^o 
mm, mmfyry, T^y^ThV^M.. %y*f 
y%. *wn-^w, f^ry> ftffi^ojgj; 
m an. 

[0134] 7mmmm<Df&mM 
m, mmry^-Ty&i&m, ^VMmrhv^ 
mmmmm, rv±v>, fyyy^nmm. f 
yyy, jrm, $*vy, \>kn k auj vw-y 
4wm<DWtm, ttw. *T7vymt&, jkux^ 

m, mimsm. -eyi-ymm, mmmm, y 

bifiXZh, 

[0135] iimmmizi&m&fcmixii, m&b 
Lx%%znmx<im(oi><nzjk<mmx'*h. *<r> 
mt ixte, MH£fe£k&i'V3~z, ?m, fyyy, 
mmm&, #*vy, ?n>?mcr>$mm, 75 tr^ 



xiiivwA, *yTymmmimm-ft>ti%. 

[oi36] *T±tm±. nm^zmm^^mmit 
^•t jje-cws viz&wm t sg ix , mmy 
f-y^r-fe/K t%my^ivmteimixwm%ti&, 

[0137] mmt Lxmmth^, mm, mm 
xvmmi&mzti. ^-ommmxhhzbm 
ti<, ztibmmizmt&mixte, wmit 
txz nftm fc *j \ ^xw%%tLX^ii>cr>, mm*, 

x^y-ju, 7^ntf-;K Tofi^y^y x 
h^WM vxtTV)V7iv-3-)v, *y^^y 
xf7 y )\>7)\>3-)v. #vttisx.-?vy vtuhy y 

& & v ^\±y y * y y £ gam* t** s -e-T t «t < , 

[0138] «BIK«aifcl«W6t»LTtt. fflftfc 
Mt LT(4. 0»itr^Bfe^y-b5>f K, A 
u y / y n -mtmvfh z t *JT'§ l> . 

[0139] s 4>faea?fcjefc«fiw, fiiffsi, s 
m, mm. Km^mcom&zmmwmwz^ 
■ZithzbiiX-zz. *mi<nztit><?>wmmw\iz-& 

&mfrt>mmztihtf, iwj«»« i 
-7om&%, mL<m5^5om&%bi-&<7)tf 

[0140] *wn<vztibmmim.$immt l z 
mmm< , %wmwm, m&nm. mt mo 
^&tiJ:u^com^mz&ttzumxii^tih . 
mmt Am, mm, mmm, mi. wambtv* 

mx'tMiywm, T$;wm<m%om®bmnr 
ixmmzzti. § bMsmMsix*#cm 

[0141] *»HJ«0i<i4>EJHKiJoa#JKi % ffl 

m. &%0)&m. mt s&Qmmsxvtnitewkft 

Xte, Wmikg^*)^ — BttO.OOOlMOOmggfti; 
flS-t*W»0.001M, 0,00m gO«HT**3<l* £ i:** 

fl^ Lv\ #3£BJic05*; ( 1 ) *j it^C (13) xmti 

[0 142] 

[ mtwn i?mz*mmmmmmmmt& 
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[0 143] Ml 

N- (2-7Sy7i~W -4- {N-KyV-jiVT 
5 yy OXTS H iSm <*- 1 : fl&W* 
■fltftfggffl) <D-£j£ 

(i-i) 4-TS/^^m&#ii2i. i6g 

(14 0mmo 1 ) O^DD^^V (4 5 0ml ) J§ 
SKRfcs hUxf-;PTSy4 2ml (3 0 0mmol) 

U77^np®6 0. 4g (287mmo 1 ) co^'^n 
py ( 5 Om l ) ISJStsrFLfctt, 3B#fI»f L 

JKs Sg«W-S£ttJ:i5. 4- (N — MJ 7;^n7-fe 
f-^TSyyf-^) SMR3 0. 4g ()R^8 7. 8 
%) MLeftHKfc 

1H NMR(270MHz, DMS0-d6) ^ PP m: 4.47(2H,d, J=5.8Hz) , 
7.39(2H,d,J=8.1Hz), 7.93(2H,d, J=8.1Hz) , 10.06OH, 
t,J=5.8Hz), 12.95(lH,br.s). 
[0144] (1-2) o-7x-^'7Syi0 
8g ( 1. Omo 1 ) OS^frdflfV (lOOOml)I 

fcfc l SJgrtiwt:?- h v ry^mm ( 5 o o m i ) £Jn 

*»T5>t e r t 2 1 8 g 

( 1 . 1 mo 1 ) OD^dp-ty (500ml) jgffl&ftn 

tiniAabicTftmi, ass, mmmixmn® 
a) T-fflSL, nbtvfc®fa*3ii-j\,x~T/uvmm 

4 £ t fcJ: 0 N- t e r t -7>df S/jfr/Wfcyi,- 0 _ 
7x-Uy^"7Sy68. 4g (JR*3 2. 8%) £fi 

1H NMR (270MHz, CDC13) dppm: 1.51(9H,s), 3.75(2H, 
s), 6.26(lH,s), 6.77(lH,d,J=8.1Hz), 6.79(lH,dd,J= 
7.3,8.1Hz), 7.00(lH,dd,J=7.3,8.1Hz), 7.27(lH,d,J= 
8.1Hz). 

C0 14 5] (1-3) ia(l-l)Tf»fe*Ufefl: 
nl3 0. Og ( 1 2 lmmo 1 ) OS^ppy^y 

(20 0ml )SaRKts *#L£;5f*4> 
5t:) WJ;WD5^f H2 1g (165mmol) 
£ffe*fc8STU:. (fcj;^2ml$j 
Tt&ttfcO. lml ) DMFtmifc. ^Mfffl, 

fSja*»ihssi-«sfPL. ^^4 o°cT-nnr B WL 

o9-f K£&$»U Wg^'yppyyy (100ml ) 

tawLfc. is ( i - 2 ) n%hiitc^m 2 . 8 

8g ( 1 1 Ommo 1 ) tfDj/'yppy ( 1 00m 
1 ) - t"U i?y ( 2 0 Om 1 ) JS»fc % ifefcHHLfeij 
yp?-f FS»fc#ifrT (l*JS7~9°C) STFLfc. 



[0146] «T»7ft* aa*TI»S*fe|fc, -* 

*Lfc. fffeftfcSSfcy yy-^-iM VTPtVl-x 

0. N- [2 - (N-tert-7>df^;h-jf-^) 
7$;7i^;H -4- ( N-hU7/^n T-fe^T 
57^^) O-X'TS K28. lg 01X^58%) £ 

1H NMR(270MHz, DMS0-d6) S ppm: 1.44(9H,s), 4.48(2H, 
d,J=5.9Hz), 7.12-7.23(2H,m), 7.44(2H,d, J=8.1Hz) , 
7.54(2H,d,J=8.1Hz), 7.94(2H,d, J=8.1Hz), 8.68(lH,b 
r.s), 9.83(lH,s), 10.10(lH,br.t, J=5.9Hz) . 
[0 147] (1-4) Xm ( 1-3) Ofl&ftl 
3. 12g(30ramol)W^y-;Kl20m 

i > -* ( 1 8 om i ) mmicjiaR^ y >>A4 . i o 

g (34. Ommo 1 ) SrJU^., 7 0TX'4K^?M*fil 

mat* m. m*v&u ^ts^t *c«fco, 4 

-TSy^^-N- [2- (N-tert-7"Ky 
#/U;j<x;P) 757 7x^;H ^yXTS K 1 0. 3 g 

1H NMR(270MHz, DMS0-d6) Sppm: 3.80(2H,s), 7.13-7.2 
3(2H,m), 7.48-7.58(4H,m), 7.90(2H,d,J=8.1Hz), 8.69 
(lH.br. s), 9.77(lH,br.s). 

[0148] (1-5) XS(l-4)^t^0. 
1 lg (0. 44mmo 1 ) (Oty^>(5ml ) 
fc*»T. W;^n7^fH0. 08g (0. 5 3 
mmo 1 ) £flD;i?tf£ s SOI2T1lt4icaUC»±H%«( 

LX mtltimiL&M V ru t/Vx-^^ca 

»u wt^ufeiifttiaiw-fiifcfcjio, n- [2- 

(N-te rt-7*h^^;^-^) 7$y7x^ 
A-] -4- (N-^yy^^T-sy^^) /<yXTS 
KO. 14 g (»7 1. 4%) £&£IIftfcLT# 

fc. 

1H NMR(270MHz, DMS0-d6) 9 ppra: 1.44(9H,s), 4.56(2H, 
d,J=5.9Hz), 7.11-7.22(2H,m), 7.46-7. 56(7H, m) , 7.90 
-7.94(4H,m), 8.67(lH,s), 9.15(lH,t,J= 5.9Hz), 9.81 
(IH.s). 

[0149] (1-6) XU{l-5)(Dtt&bO. 
10g (0. 2 24mmo 1 ) (O^^y (5ml ) 

(imi) mmzAmgm.-*j***ry 
(5mi ) zmi, s.n?7vmwtiiz. -mzm 

Itemize yTnt/n-fWJii. *fe*jJtffl 
**nK, fcfcr J: N- (2-TS/7x 

_ 4 _ (N-^z-f/vrsy^f-zV) <yxr 

5 K mmo. 0 8 g (JK$9 3%) »8WfiBM|ci: 
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rap. 206-209°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.57(2H,d, J=5.8Hz) , 
7.27-7.38(4H,m), 7.47-7.59(5H,m), 7.92(lH,d,J=8.1H 
z), 8.05(lH,d,J=8.1Hz), 9.19(lH,t,J=5.8Hz), 10.38(1 
H.br.s). 

IR(KBr)cm-l : 3286, 3003(br. ) , 1630, 1551, 1492, 1306, 12 
50,749,695. 

<ofc*ft**j*u:. otic, ftsmmjn (». ) , 1 

H NMR V IR<7)StefiS-^-r 0 

[oi so] m&m 

N- (2-7S/7x-/|/) -4- [N- 

^yvM;H Tsyyf-^] ^yxrs h m- 1 : -ft 
^if?i4) 

□P. 201-204°C(dec). 

1H NMR(270MHz, DMS0-d6) Sppm: 4.52(2H,t, J=5.9Hz) , 
4.89(2H,br.s), 6.60(lH,ddd,J=1.5,7.3,8.1Hz), 6.78 
(lH,dd,J=1.5,8.1Hz), 6. 97(lH,ddd,J=l. 5,7.3,8. 1Hz), 
7.17(lH,d,J=8.1Hz), 7.38-7.54(6H,m), 7.97(2H,d,J= 
8.1Hz), 9.06(lH,br.t,J=5.9Hz), 9.63(lH,br.s). 
IR(KBr)ca-l: 3268, 1649, 1458, 1304,748. 

[oi si] mm\3 

N- (2-TS/7x^) -4- [N- (2-^hn 

-1 :fc£ft#9l80JBIHfi) 
■P. 210-212°C(dec). 

1H NMR(270MHz, DMS0-d6) <? P pm: 4.55(2H,t,J=5.9Hz), 
7.20-7.40(3H,m), 7.50-7.60(lH,m), 7.53(2H,d,J=8.1H 
z), 7.60-7.70(2H,m), 7.83(lH,ddd, J=l. 5,8.1,8.1Hz), 
8.00-8. 10 (3H,m), 9.34(lH,t,J=5.9Hz), 10.43(lH,br. 
s). 

IR(KBr)cm-l: 3283, 2500-3000(br. ) , 1648, 1534, 1461, 13 
62,1314,754,701. 

[0152] mmm4 

N- (2-T^J7x.-)V) -4- [N— U~*+)V 

^>Y4)V) 7$y^f-;p] ^yxrs y tsm (H 

-1 : ft£4MF92 8ama) 
mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) Sppm: 2.37(3H,s), 4.56(2H, 
d,J=5.0Hz), 7.20-7.30(6H,m), 7.47(4H,d, J=8.8Hz), 
7.82(2H,d,J=8.8Hz), 8.03(2H,d, J=8.8Hz) , 9.09(lH,t, 
J=5Hz), 10.36(lH,br.s). 

IR(KBr)cra-l : 3269(br. ) , 2861 (br. ) , 1743, 1636, 1534, 15 
05,1456,1308,1120,753. 

[oi 53] mmms 

N- (2-7S77X-/H -4- [N- (3-y f-df 

>"<yV>f;l/) TSyyf-A-] KyXT 5 H (*- 1 : 
-fkit*##3 0 ) 

mp. 182-185°C. 

1H NMR(270MHz, DMS0-d6) cfppm: 3.81(3H,s), 4.54(2H, 



d,J=5.9Hz), 4.88(2H,br.s), 6.60(lH,dd, J=6.6,7.3H 
z), 6,78(lH,d,J=7.3Hz), 6.97(lH,dd, J=6.6,7.3Hz) , 
7.11(lH,dd,J=1.5,8.1Hz), 7.16(lH,d,J=7.3Hz), 7.35- 
7.51(5H,ra), 7.94(2H,d,J=8.1Hz), 9. 12(1H, br.t, J=5. 9 
Hz), 9.63(lH,br.s). 

IR(KBr) cm-1 : 3301 , 1637, 1524, 1489 , 1457 , 1314 , 1248, 75 
2. 

[O 1 543 SW0J6 

N- (2-7S77x-/H -4- [N- 

is^yyiiv) r$yy^<] ^yxrs f (ft-i : 

ft3#»-§3 1 ) 
mp. 149-151-C. 

1H NMR(270MHz, DMS0-d6) tfppra: 3.82(3H,s), 4.53(2H, 
d,J=5.9Hz), 4.88(2H,s), 6.59(lH,dd, J=7.3,7.3Hz) , 
6.77(lH,d,J=8.1Hz), 6.94-7.00(lH,m) , 7.02(2H,d,J= 
8.8Hz), 7.16(lH,d,J=8.1Hz), 7.43(2H,d,J=8.1Hz), 7. 
89(2H,d,J=8.8Hz),7.94(2H,d,J=8.1Hz), 8.98(lH,br.t, 
J= 5.9Hz), 9.61(lH,br.s). 

IR(KBr)c ffl -l: 3297, 1630, 1527, 1505, 1457, 1256, 1177, 10 
24.843,749. 
[0 1 5 53 HWJ7 

N- (2-7$/7x~!\s) -A- [N- (3, 4, 5 

-hyy h^f^yvM;i/) 7$yyf-/P] <yxr$ 

K («- 1 : tt&W&*3 3 ) 
mp. 208-210°C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 PP m: 3.71 (3H,s), 3.83(6H, 
s). 4.55(2H,d,J=5.9Hz), 4.88(2H,br.s) , 6.60(lH,dd, 
J=7.3,8.1Hz), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=6. 
6,8.1Hz), 7,16(lH,d,J=8.1Hz), 7.26(2H,s), 7.44(2H, 
d,J=8.1Hz), 7.95(2H,d,J=8.8Hz), 9.07(lH,t, J=5.9H ' 
z), 9.62(lH,br.s). 

IR(KBr)cm-l: 3267, 1635, 1582, 1457, 1237, 1132,755. 

[oi56] mmm8 

N- {2-7$;7±-)V) -A- [N- [4- (N, 

N-j/y-^) rs/^yy^/p] rsyy^/p] Ky 

XTSF (£-1 :ft£«^3 6) 
mp. 216~219''C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 PP m: 2.98(6H,s), 4.5K2H, 
d,J=5.9Hz), 4.88(2H,br.s), 6.60(lH,dd,J=8.1,8.1H 
z), 6.71(2H,d,J=8.8Hz), 6.97(lH,dd,J=7.3, 8.1Hz) , 
7.16(lH,d,J=7.3Hz), 7.41(2H,d,J=8.1Hz), 7.78(2H,d, 
J=8.8Hz), 7.93(2H,d,J=8.1Hz), 8.77(lH,t,J=5.9Hz), 
9.63(lH,br.s). 

IR(KBr)cm-l: 3301,1632,1519,1457,1298,754. 
[015 7]H$i|5lj9 

N- (2-7S/7iZ;H -4- [N- (4~hV7 

Wa/f/Kyy-f/H rsyyf-^] ^yxrs H 

(«-l :ft£«^4 2) 
mp. 243-246°C. 

1H NMR(270MHz, DMS0-d6) 8 ppra: 4.58(2H,d, J=5.9Hz), 
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4.88(2H,br.s), 6.59(lH,dd,J=6.6, 7.3Hz), 6.77(lH,d. 
J=8.1Hz), 6.94(lH,dd,J=5.9,6.6Hz), 7.16(lH,d,J=8.1 
Hz), 7.45(2H,d,J=8.1Hz), 7.88(2H,d, J=8.8Hz), 7.95 
(2H,d,J=8.1Hz), 8.11(2H,d,J=8.1Hz), 9.38(lH,t, J=5. 
9Hz). 9.64(lH,br.s). 

IR(KBr)cm-l : 3301, 1640, 1549, 1523, 1458, 1334, 1162, 11 
20,1070,856,750. 
[0 158] MM 1 0 

N- (2-7$;yx.~!l>) -4- [N— U-J&A'JK 

(«- 1 : -ft;^W#4 5«iM£il) 
rap. (amorphous). 

1H NMR(270MHz, DMS0-d6) Sppm: 4.58(2H,d, J=5.9Hz) , 
7.29-7.37(3H,m), 7.49(3H,d, J=8. 1Hz) , 8.02-8.06(6H, 
ra), 9.36(lH,t,J=5.9Hz), 10.4(lH,br.s). 
IR(KBr)cm-l : 3432(br. ) , 1718, 1637, 1542, 1499, 1303(b 
r.), 1116,1018, 757. 
[0 15 9JXMM1 1 

N- (2-7$y?x-)l>) -4- [ N — (4-^hdf 

(*- 1 : fc£ft#§-4 6 ) 
rap. 204-209°C(dec). 

1H NMR(270MHz, DMS0-d6) S PP m: 3.89(3H,s), 4.57(2H, 
d,J=5.9Hz), 4.88(2H,br.s), 6.60(lH,dd, J=6.6,7.3H ' 
z), 6.78(2H,d,J=7.3Hz), 6.97(lH,ddd, J=1.5,6.6,7.3H 
z), 7.16(lH,d,J=7.3Hz), 7.45(2H,d,J=8.1Hz), 7.95(2 
H,d,J=8.1Hz), 8.03(2H,d,J=8.8Hz), 8.07(2H,d,J=8.8H 
z), 9.35(lH,t,J=5.9Hz), 9.64(lH,br.s). 
IR(KBr)cra-l : 3287(br. ) , 1721, 1634, 1281, 1113, 750,70 
3. 

[016 0] jat«12 

N- (2-T$S7x=&) -4- (N-trjyy-f/p 
7§S*+}V) KyX7$ H (U- 1 : -Ifr&ftlS^ 1 7 
3) 

rap. 173-178*0 (dec). 

1H NMR(270MHz, DMS0-d6) £ PP m: 4.57(2H,d,J=6.6Hz), 
4.88(2H,br.s), 6.59(lH,dd, J=7.3,8.1Hz) , 6.77(lH,d, 
J=8.1Hz), 6.96(lH,dd,J=7.3, 8.1Hz), 7.16(lH,d,J=7.3 
Hz), 7.44(2H,d,J=8.1Hz), 7.60-7.65(lH,m) , 7.93(2H, 
d,J=8.1Hz), 7.98-8.08(2H,m), 8.67(lH,d,J=4.4Hz), 
9.45(lH,t,J=6.6Hz), 9.61(lH,br.s). 
IR(KBr)cn-l: 3330, 1656, 1634, 1523, 1456, 1294, 752. 
[0 16 11HM13 

N- (2-TS77x^;P) -4- [N— (6-^f-;P 
en U 74 AO 7§SX+iV\ <yX7$Y 1 : 

17 8) 
up. 172-173°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 2.51(3H,s), 4.57(2H, 
d,J=6.6Hz), 5.0(2H,br.s), 6.61(lH,dd,J=7.3,8.1Hz), 
6.79(lH,d,J=7.3Hz), 6.98(lH,dd,J=7.3,8.1Hz), 7.17 



(lH,d,J=7.3Hz), 7.44(2H,d,J=8.1Hz), 7.43-7.49(lH, 
m), 7.84-7.90(2H,m), 7.94(2H,d,J=8.1Hz) , 9.27(1H, 
t,J=5.9Hz), 9.64(lH,br.s). 

IR(KBr) cra-1 : 3331 , 1675 , 1634, 1594, 1523 , 1454 , 1307, 12 
92,750. 

[0 16 2]H»J14 

N- (2-7S.y7x~)U) -A- (N-~a^-JJ}U 

i) 

rap. 193-196'C. 

1H NMR(270MHz, DMS0-d6) 8 ppra: 4.58(2H,d), 4.88(2H, 
br.s), 6.60(lH,t), 6.78(lH,d), 6.97(lH,t), 7.16(1 
H,d), 7.46(2H,d), 7.53(lH,dd), 7.95(2H,d), 8.24(1 
H.ddd), 8.73(lH,dd), 9.07(lH,d), 9.32(lH,br.t), 9. 
63(lH,br.s) 

IR(KBr) cra-1: 3301,1639,1522,1457,1314,749,705. 
[0163]HflpJl 5 

N- (2-7S/7iZ/H -4- [N- {2-^)V 
~n^JA,V) 7^J^)V\KVX7^Y (*- 1 : 
ft£ft#^14 1) 
mp. Wl-WC^dec). 

1H NMR(270MHz, DMS0-d6) 8 p P m: 2.53(3H,s), 4.53(2H, 
d,J=5.9Hz), 4.88(2H,br.s), 6.60(lH,dd,J=6.6,8.1H 
z), 6.78(lH,d,J=7.3Hz), 6.97(lH,dd,J=7.3,8.1Hz) , 
7.17(lH,d,J=7.3Hz), 7.29(lH,dd,J=5.1,8.1Hz), 7.47 
(2H,d,J=8.1Hz), 7.77(lH,dd,J=1.5,8.1Hz), 7.97(2H, 
d,J=8.1Hz), 8.51(lH,dd,J=1.5,5.1Hz), 9.06(lH,t,J= 
5.9Hz), 9.64(lH,s). 
IR (KBr) cra-1 : 3261 , 1642 , 1523 , 1310, 753. 
[0 164]|»J1 6 
N- (2-7*S/7x^) -4- [N- 

rs/y^/k] ^yxrsh" (m-i ■. 

mp. 186-190 o C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppra: 2.36(3H,s), 4.56(2H, 
d,J=5.9Hz), 4.88(2H,s), 6.60(lH,dd, J=7.4,7.8Hz) , 
6. 78 (1H , d , J=7. 8Hz) , 6. 97 (1H, dd , J=6 . 9, 6. 9Hz) , 7. 16 (1 
H,d,J=7.4Hz), 7.37(lH,d,J=8.3Hz), 7.45(2H,d, J=8.3H 
z), 7.95(2H,d,J=8.3Hz), 8.13(lH,dd, J=2.0,8.3Hz) , 
8.96(lH,s), 9.24(lH,t,J=5.9Hz), 9.63(lH,br.s) . 
IR(KBr)cm-l: 3302,1636.1602,1523,1489,1457,1313 75 
1. 

loi 65] mmn 

N- (2-T5y7x^) -4- [N— (2-?OD 

-n^y^iv) rsyy^p] <yX7$Y : 

itimmi 54) 

mp. 176-178°C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 ppra: 4.54(2H,t, J=5.9Hz), 
4.90(2H,br.s), 6.60(lH,ddd, J=l. 5,7.3, 7.3Hz), 6.78 
(lH.d, J=8. 1Hz) , 6.97 (1H. ddd, J=l. 5, 7.3,7. 3Hz) , 7. 18 
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(lH,d,J=8.1Hz), 7.48-7.54(3H,ra), 7.94-7.99(3H,m) , 
8.49(lH,dd,J=2.1, 5.1Hz), 9.23(lH,br.t, J=5.9Hz) , 9. 
65(lH,br.s). 

IR(KBr)cm-l : 3264, 1649, 1524. 1400, 1309, 751. 
[0 1 6 6]gjfcffll8 

N- (2-7Sy7x-/H -4- [N— (6-^DD 
-3fy^;l,)7S^fM <yx"7SF (U- 1 : 
56) 

rap. 205-208°C(dec). 

1H NMR (270MHz, DMS0-d6) Sppm: 5.57(2H,d, J=5.9Hz) , 
6.60(lH,dd,J=7.3,7.3Hz), 6.78(lH,d, J=8.1Hz). 6.96 
(lH,dd,J=7.3,8.1Hz), 7.16(lH,d,J=8.1Hz), 7.45(2H, 
d,J=8.1Hz), 7.66(lH,d,J=8.8Hz), 7.95(2H,d,J=8.1H 
z), 8.27-8.32(lH,m),8.90(lH,d,J=2.1Hz), 9.38(lH,t, 
J=5.9Hz), 9.63(lH,s). 

IR(KBr)cm-l: 3318(br. ) ,2929, 1646, 1590, 1525, 1503, 14 
54,1108,745. 
[0 167]H»a|19 

N- (2-7Sy7i~;H -4- (N--fy-3^y 
AlVT^J^lV) KyXT S F (£- 1 : fc£ft#§- 
183) 

rap. 234-237°C(dec). 

1H NMR (270MHz , DMS0-d6) * PP m : 4 . 57 (2H, t, J=5. 9Hz) , 
4.88(2H,br.s), 6.59(lH,dd, J=6.6,7.3Hz) , 6.78(lH,d, 
J=8.1Hz), 6.96(lH,dd,J=7.3,7.3Hz), 7.16(lH,d, J=7.3 
Hz), 7.45(2H,d,J=8.1Hz), 7.81 (2H,d,J=l. 5,4.4Hz), 
7.95(2H,d,J=8.1Hz), 8.75(2H,d, J=6.6Hz) , 9.41(lH.t, 
J=5.9Hz), 9.62(lH,br.s). 

IR(KBr)cm-l : 3298, 1646, 1550, 1525, 1457, 1304,843,76 
0,695. 

[0168] H»aj20 

N- (2-7Sy7iZ^) -4- [N- (h"5i»- 
2-A)V) i])Vi£~)VT^J X^)\>} KyXTi H (m 
- 1 : ft64fe*9 19 1) 
mp. 207°C(dec). 

1H NMR (270MHz, DMS0-d6) S P pm: 4.58(2H,d, J=5.9Hz) , 
4.88(2H,br.s), 6.59(lH,dd, J=7.3,7.3Hz) , 6.77(lH,d, 
J=8.1Hz), 6. 94(lH,ddd,J=l. 5,7.3, 8.1Hz), 7.15(lH,d, 
J=7.3Hz), 7.45(2H,d,J=8.1Hz), 7.93(2H,d, J=8.1Hz) , 
8.77(lH,d,J=1.5Hz), 8.90(lH,d,J=2.1Hz), 9.2K1H, 
s), 9.55-9.61 (2H,m). 

IR(KBr)cra-l: 3368(br. ) , 1657, 1524, 1455, 1295,1023,75 
1. 

[0 16 9]*»J2 1 

N- (2-75771^) -4- [N— (ft7i> 
-2— -f AO ^;l^#'-;kTSy^f-;H KyXTS. h" 
(«-l :-fc£»^20 1) 
mp. 202-205°C(dec.). 

1H NMR (270MHz, DMSD-d6) S'ppm: 4.52(2H,t, J=5.9Hz) , 
4.88(2H,br.s), 6.60(lH,dd, J=6.6,7.3Hz) , 6.78(lH,d, 



J=8.1Hz), 6.97(lH,dd,J=7.3,8.1Hz), 7. 15-7. 18(2H. 
m), 7.43(2H,d,J=8.1Hz), 7.78(lH,d, J=4.4) , 7.82UH, 
d,J=3.7Hz), 7.95(2H,d,J=8.1Hz), 9.12(lH,br.t,J=5.9 
Hz), 9.62(lH,br.s). 

IR (KBr) cra-1 : 3306 , 1633 , 1523 , 1456 , 1297 , 750, 716 . 
[O17O1MS0IJ2 2 

N- (2-7Sy7x-/W -A- [N — {yy>-2 
~A)V) JDV-tf-llT^JXI-lV} KyXT 5 H (ft- 
1 : ft^*#t2 0 5 ) 
mp. 197°C(dec). 

[ 0 1 7 1 ] 1H NMR (270MHz, DMS0-d6) Sppra: 4.59(2H, 
d,J=6.6Hz), 4.86(2H,br.s), 6.59(lH,dd,J=6.6,6.6H 
z), 6.63(lH,dd,J=1.5,3.6Hz), 6.78(lH,d, J=8.1Hz) , 
6. 96 (1H, dd , J=7. 3, 6. 6Hz) , 7. 10-7. 20 (2H , m) , 7. 41 (2H, 
d,J=8.1Hz), 7.84(lH,s), 7.94(2H,d, J=8.1Hz) , 9.00(1 
H,br.t,J= 5.9Hz), 9.62(lH,s). 
IR (KBr ) cra-1 : 3245 , 1651 , 1 573 , 1 545 , 1323 , 1241 , 745. 

I0 17 2imtm2 3 

n- (2-r^yyx-iu) -4- [n— (t°n-/t~- 

2— i)V) %JUtf-)U7$/*1-JU] KyXT S H (* 
-1 :^W^20 9) 
mp. 216-220°C(dec.) 

1H NMR (270MHz, DMS0-d6) Sppra: 4.50(2H,d,J=5.9Hz), 
4.88(2H,br.s), 6.10(lH,dd,J=2.1,5.9Hz), 6.59(lH,d 
d,J=7.3,7.3Hz), 6.77(lH,dd,J=1.5,8.1Hz), 6.84-6.88 
(2H,m), 6.97(lH,ddd,J=1.5,7.3,8.1Hz), 7.16(lH,d,J= 
7.3Hz), 7.41(2H,d,J=8.1Hz), 7.94(2H,d,J=8.1Hz), 8. 
62 (1H, br. t, J=5. 9Hz) , 9. 62 (1H, br. s) . 
IR (KBr) cra-1 : 3275 , 1655 , 1 584 , 1534 , 1458, 1316 , 747. 
C017 3]5!»J24 

N- (2-7$/7x-/W -4- [N- ( I-^JV 
-lU-W-iV-2-4)V) $lVi$-)VT$/X1- 
)V] <yXT$ K (£- 1 : fc-$m^2 1 0 ) 
mp. 177 179°C(dec.). 

1H NMR (270MHz, DMS0-d6) Sppra: 3.84(3H,s), 4.46(2H, 
d,J=5.9Hz), 4.88(2H,br.s), 6. 03<1H, dd, J=2. 1, 4.4H 
z). 6.59(lH,dd,J=8.1, 8.1Hz), 6.77(lH,d, J=8.1Hz) , 
6.84-6.97(2H,m), 7.16(lH,d, J=7.3Hz) , 7.41(2H,d,J= 
8.1Hz), 7.93(2H,d,J=8.1Hz), 8.61(lH,t, J=5.9Hz), 9. 
62(lH,br.s). 

IR (KBr) cra-1: 3325 (br.) ,1630,1551,1520,1507,1324,12 
65,1154,740. 
[0 174]^»J2 5 

N- (2-7S/7iZ;H -4- [N— {A V^-f 
Y-)V-5-4)V) X;l>#~;lsT$S*i-Jl'l KyXT 
S K (m- 1 : ft-&»^2 1 2 ) 
mp. 183-185 0 C(dec.). 

1H NMR(270MHz, DMS0-d6) Sppm: 4.53(2H,d,J=6.6Hz), 
4.89(2H,br.s), 6.60(lH,dd,J=7.3,7.3Hz), 6.78(lH,d, 
J=7.3Hz), 6.97(lH,dd,J=7.3,8.1Hz), 7.12(lH,d, J=2.1 
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Hz), 7.16(lH.d,J=8.1Hz), 7.44(2H,d, J=8.1Hz) , 7.95 
(2H,d,J=8.1Hz), 8.76(lH,d,J=1.5Hz), 9.61(lH,t. J=5. 
9Hz), 9.64(lH,br.s). 

IR(KBr)cm-l : 3278(br. ) , 1636, 1576, 1522, 1458, 1220, 74 
9. 

[O17 5]HS60|2 6 
N- (2-7Sy7i~W -4- [N- 
A V1-TV'-)V-5-4)\>) $Atf=frT%S*W] 
<>XT$ H («- 1 : ft6»**2 1 3 ) 
rap. 168-169°C. 

1H NMR(270MHz, DMS0-d6) dppm: 2.47(3H,s), 4.54(2H, 
d,J=5.9Hz), 4.89(2H,br.s), 6.60(lH,dd, J=7.3,7.3H 
z), 6.78(lH,d,J=7.3Hz), 6.97(lH,ddd,J=1.0,7.3,8.1H 
z), 7.17(lH.d,J=7.3Hz), 7.44(2H,d,J=8.1Hz), 7.73(1 
H,s), 7.96(2H,d,J=8.1Hz), 9.44(lH,t,J=5.9Hz), 9.64 
(lH.br.s). 

IR(KBr)cm-l: 3310, 1637, 1503, 1294,751. 
[01761WIW2 7 

N- (2-7S/7x-^) -4- [N— (/f$yy- 
)V-A- <i) <V) #/l/tf'^/U7 5//f-/l/] KyXTS. Y 
( *- 1 : fc£ft#^2 1 4 ) 
rap. (amorphous). 

1H NMR(270MHz, DMS0-d6) <5-ppm: 4.49(2H,d, J=6.4Hz) , 
4.87(2H,br.s), 6.59(lH,dd, J=6.9,6.9Hz), 6.77(lH,d, 
J=6.9Hz), 6.96(lH,dd,J=7.4,7.4Hz), 7.16(lH,d, J=6.9 
Hz), 7.41(2H,d,J=6.9Hz), 7.64(1H, br.s) , 7.73(lH,b 
r.s), 7.92(2H,d,J=6.9Hz), 8.56(lH,br.t,J=6.4Hz), 
9.61(lH,s), 12.5(lH,br.s). 

IR (KBr)cra-l : 3278(br . ) , 1636, 1576, 1522, 1458, 1220, 74 
9. 

[017 7]H»J28 

N- (2-7S/7x-W -4- [N— (3-75/ 
7^fVl/75/.*^/t/] KyXTS. ¥ («- 
1 :te&%m*2 30)ttMi) 
rap. 171-176°C 

1H NMR (270MHz, DMS0-d6) S P pm: 4.34(2H,d, J=5.9Hz) , 
5.24(4H,br.s), 6.48-6.63(4H,m) , 6. 78-6.81 (lH.i), 
6.94-7.00(2H,m), 7.18(lH,d,J=8.1Hz), 7.34(2H,d,J= 
8.1Hz), 7.92(2H,d,J=8.1Hz), 8. 50(lH,t, J=5.9Hz) , 9. 
61(lH,s). 

[01781MM29 

N- (2-75/7x^/1/) -4- [N- (bfU^'y- 

3-^/1/) 7-^/1/75 //f-/i/] ^yxrsH («- 

1 :ft£*#*7 4) 
■P. 127"C. 

1H NMR (270MHz, DMS0-d6) Sppm: 3.84(2H,s), 4.40(2H, 
d,J=5.8Hz), 7.15-7.29(3H,m), 7.37(lH,d,J=6.6Hz), 
7.43(2H,d,J=8.8Hz), 7.96(lH,ra) , 7.98(2H,d,J=8.8H 
z), 8.40(lH,d,J=8.8Hz), 8. 79-8.87 (3H, m) , 10.20(1H, 

s). 



[017 9]|OW!3 0 

N- (2-75/7x^/1/) -4- [ N- [3- (try 

i/'y-3— -f/1/) 7"nh°^-~/k] 75/^<f-/i/] <yx 
75 H («- 1 : lkM«#7 5<7)ik-etffa) 

mp. 183-186T:. 

1H NMR(270MHz, DMS0-d6) 5-ppra: 2.51(2H,t,J=7.3Hz), 
2.88(2H,d,J=7.3Hz), 4.31(2H,d,J=5.9Hz), 4.89(2H,b 
r.s), 6.60(lH,dd,J=7.3,8.1Hz), 6.78(lH,d,J=8.1Hz), 
6. 97(lH,ddd,J=l. 5,7.3,8. 1Hz), 7.16(lH,d,J=8.1Hz) , 
7.23(2H,d,J=8.8Hz), 7.28-7.33(lH,m), 7.63(lH,d,J= 
8.1Hz), 7.89(2H,d,J=8.1Hz), 8.41-8.45(3H,m), 9.62 
(lH.br.s). 

IR(KBr)cra-l: 3407,3313, 1640, 1552, 1522,1456,1309,74 
6,717. 

[O18O3HJS0IJ3 1 

N- (2-75/7x^/1/) -4- [N- [4- (h"U 
i»-3-/f^) -1, 4- 5f3tW7Wl 75/.* 
^/l/] OX75 K (*-l : -f^W^l 0 0 ) 
mp. 145-147°C(dec.). 

1H NMR (270MHz, DMS0-d6) Sppw. 2.37-2.50(2H,m), 2.6 
2-2.68(2H,m), 4.13(2H,s), 4.86(2H,s), 6.56-6.61(1 
H,m), 6.76-6.79(lH,m), 6.94-6.99(lH,m), 7.10-7.39 
(4H,ra), 7.43-7.46(lH,m), 7.78(2H,d,J=8.1Hz), 8.60- 
8.64(lH,m), 9.58(lH,s). 

IR(KBr)cm~l:3348, 1691, 1655, 1534, 1508, 1458, 1395, 131 
5,1083,746. 
[0 181]HJt«3 2 
N- (2-75/7x^/1/) -4- [N- ( 
eiJi/>-3—f/k) jj-df i"7-fc:f-/l/75/.Xf-/H ^ 
V775F («-l :tt£«^158) 
mp. 199-201'C. 

1H NMR (270MHz, DMS0-d6) Sppm: 4.43(2H,d, J=6.6Hz), 
4.75(2H,s), 4.87(2H,br.s), 6.60(lH,dd,J=7.3,8.1H 
z), 6.78(lH.d,J=8.1Hz), 6.97(lH,dd, J=7.3,8.1Hz) , 
7.16(lH,d,J=8.1Hz), 7.37(2H,d,J=8.1Hz), 7.59(lH,d, 
J=2.2Hz), 7.93(2H,d,J=8.1Hz), 8.25(lH,d, J=1.5Hz), 
8.81(lH,t,J=6.6Hz), 9.64(lH,s). 
IR(KBr)cm-l:3288, 3058, 1675, 1633, 1523, 1457, 1314, 91 
2,755. 

[0182]||J«?)J33 

N- (2-75/-5-Z ^1/7x^/1/) -4- [N 
- {WJy-3-4)V) ^i/7-fef-/l/7S//f- 
IV-] <>XT$ F (m- 1 : -ft^W-tl 7 5 ) 
mp. 141-144°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 3.66(3H,s), 4.43(2H, 
d,J=5.9Hz), 4.49(2H,br.s), 4.68(2H,s), 6.62(lH,dd, 
J=2.9,8.8Hz), 6.75(lH,d,J=8.8Hz), 6.91(lH,d, J=2.2H 
z), 7.37(4H,m), 7.92(2H,d, J=8.8Hz) , 8.21(lH,dd, J= 
1.5,4.4Hz), 8.35(lH,d,J=2.7Hz), 8.81(lH,s), 9.65(1 
H.s). 
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[0 183IHJM34 

N- (2-7S.J7x.~lV) -4- [N- [3- (t«J 

! Jy-3-A>\>) -i, 3-^^vrotvn rsy 

>f7U] -syXTS H («- 1 : fc£*#t9 8 ) 
rap. 204-206°C. 1 H NMR(270MHz, DMS 
0-d6) 5-ppra: 4.08(4/3H,s), 4.39(4/3H,d, J=5.9H 
z), 4.49(2/3H,d,J=5.9Hz), 4.90(2H,br.s) , 5.93(1/3 
H,s), 6.60(lH,t,J=7.3Hz), 6.78(lH,d,J=8.1Hz), 6.97 
(lH,t,J=7.3Hz), 7.16(lH,d,J=7.3Hz), 7.3-7.7(3H,m), 

7. fr-fi.4C3H.il), 8.6-9. 2(3H,m), 9.64(lH,s), 14.74(1 
/3H,s). (2 : lfflfSM) 
IR(KBr)cn-l:3282.1690, 1645, 1527,1421, 1314,1217,102 
8,994,911,753,701. 

tO184]»fi0lj3 5 

N- (2-7Sy7x~W -4- [N- [N- (f'J 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) Sppm: 3.77(2H,d,=6.6Hz), 
4.37(2H,d,J=5.9Hz), 4.87(2H,br.s) , 6.27(lH,t, J=5.9 
Hz), 6.60(lH,dd,J=7.3,7.3Hz), 6.78(lH,d,7.3Hz), 6. 
87(lH,d,J=8.1Hz), 6.96(lH,dd,J=7.3,8.1Hz), 7.09(1 
H,d,J=4.4Hz), 7.12(lH,d,J=4.4Hz), 7,16(lH,d,J=8.1H 
z), 7.33(2H,d,J=8.8Hz), 7.81(lH,d,J=4.4Hz), 7.91(2 
H,d,J=7.3Hz), 7.99(lH,d,J=2.9Hz), 8.59(lH,br.t,J= 
5.1Hz), 9.63(lH,br.s). 
IR (KBr) cn-1 : 3350 , 1658 , 1525 , 1502 , 1314 , 750. 
[0 185JHM1J36 

N- (2-T$S7x-}\,) -A- [N— (2-757 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) S PP m: 3.34(2H,s), 4.35(2H, 
d,J=5.9Hz), 4.87(2H,s), 6.25(lH,s), 6.59(lH,dd,J= 
7.3,7.3Hz), 6.78(lH,d,J=7.3Hz), 6.87(2H,s), 6.96(1 
H,dd,J=7.3,7.3Hz), 7. 16(lH,d,J=7.3Hz), 7.37(2H,d,J 
=8.1Hz), 7.93(2H,d,J=8.1Hz), 8.44(lH,t,J=5.9Hz), 
9.62(lH,s). 
[O186]HJj|0!|3 7 

N- (2~7$.77x.~)V) -A- [N— (*y\Jy- 
6-4 IV) ij)Vif--)V75 7 ^)V\ ^.yXTSK m 
-1 :<ffc£ft#^23 1) 
mp. 209-210°C. 

1H NMR(270MHz, DMS0-d6) Sppm:4.62(2H,d,J=5.9Hz), 
4.88(2H,s), 6.60(lH,t,J=7.7Hz), 6.78(lH,d,J=7.3H 
z), 6.95(lH,d,J=7.3Hz), 7.17(lH,d,J=7.3Hz), 7.49(2 
H,d,J=8.8Hz), 7.62(lH,dd,J=4.4,8.1Hz), 7.96(2H,d,J 
=8.8Hz), 8.10(lH,d,J=8.8Hz), 8.23(lH,dd, J=2.2,8.8H 
z), 8.38(lH,m), 8.49(lH,d,J=8.1Hz), 8.58(lH,s). 8. 
99(lH,s), 9.64(lH,s). 



IR(KBr)cra-l:3301, 1640, 1614, 1545, 1496, 1312, 910,853, 
745. 

[0 187]HiM3 8 

N- (2-T5.yyx.~Ji-) -4- [N- (7X3 [3, 

2- b] Wi»-2-A)V) iuVT$~)V7$J*^ 
;H K>XT$ K 1 : 2 3 3 ) 

mp. 19rC(dec). 

1H NMR(270MHz, DMS0-d6) d ppra: 4.58(2H,d,J=5.9Hz), 
4.88(2H,s), 6.57-6.62(lH,m), 6.76-6.79(lH,m) , 6.93 
-6.99(lH,m), 7.15-7.25(lH,m), 7.45-7.52(3H,m) , 7.7 
4(lH.s), 7.95(2H,d,J=8.1Hz), 8.13(lH,d, J=8.8Hz) , 
8.63(lH,d,J=3.7Hz), 9.54(lH,t, J=5.9Hz), 9.64(1H, 
s). 

IR (KBr) cm-1: 3406, 1662, 1529, 1507. 1420, 1313, 1209, 113 
9,1170,1139,924,741. 
roi88]H!ttaj3 9 

N- (2-7$;7x~lV) -A- [N- (7X3 [2, 

3- c] t'Jy>-2- UV) ti)V-$-)V7$;X*h 
<yXT$ H («- 1 : ^«J#^2 3 4 ) 

m P . 210°C(dec). 

1H NMR(270MHz, DMS0-d6) Sppm: 4. 58(2H, J=6.6Hz) , 4. 
87(2H,s), 6.57-6.62(lH,m), 6.76-6.79(lH,m) , 6.93- 
6.99(lH,m), 7. 14-7. 17(lH.m), 7.47(2H,d, J=8.1Hz) , 
7.66(lH,s), 7.82(lH,d,J=4.4Hz), 7.96(2H,d, J=8.1H 
z), 8.48(lH,d,J=5.1Hz), 9.06(lH,s), 9.60-9.64(2H, 
m). 

IR(KBr)cm-l:3320, 1653, 1632, 1598, 1457, 1424, 1308, 118 
7,1033,853,749. 

[0189] mm\A 0 

N- (2-hYX3^i,7 x.-)V) -A- [N- [3- 
mp. (amorphous). 

1H NMR(270MHz, CD30D) tfppm: 2.61(2H,t,J=7.3Hz), 3. 

00(2H,t,J=7.3Hz), 4.39(2H,s), 7.04(lH,ddd, J=1.5,8. 

1,8.1Hz), 7.25(2H,d,J=8.1Hz), 7.33(lH,dd,J=5.1,8.1 

Hz), 7.69(lH,d,J=8.1Hz), 7.85(2H,d, J=8. 1Hz) , 7.86 

(lH,d,J=8.1Hz), 8.41(2H,br.s). 

IR (neat)cm-l :3276, 1645, 1614, 1536, 1509, 1435, 1415, 13 

85,1333,1280,1247,1091,737. 

[0190] mm\A 1 

N- (2-tKnJfy7x-/H -4- [N— (t'Vi? 

5K (31- 1 :tt&9fS&9 3) 
mp. (amorphous). 

1H-NMR (270MHz, DMS0-d6) : 4.43(2H,d, J=6.6Hz) , 4.69(2 
H,s), 6.83(lH,t,J=6.6Hz), 6.91 (lH.d, J=8. 1Hz) , 7.68 
(lH,d,J=6.6Hz), 7.82(2H,d,J=8.1Hz), 8.21(lH,d,J=4. 
4Hz), 8.35 (lH,d,J=2.2Hz), 8.81(lH,t, J=6.6Hz) , 9.4 
8(lH,s), 9.75(lH,s). 
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IR(KBr) cb-1 : 3399 , 1664 , 1535 , 1236 , 1064 . 

[0191] mtwn 2 

N- (2-hHn=3f>'7x-;l/) -4- [N- (eu^ 

(^-1 :fc**»»117) 
rap. 201-202°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 3.56(2H,s), 4.37(2H, 
d,J=5.9Hz), 6.83(lH,ddd,J=l. 5,8.1, 8.1Hz), 6.920.H, 
br.d,J=8.1Hz), 7.03(lH,ddd,J=l. 5,8.1, 8.1Hz), 7.34(1 
H,dd,J=3.7,8.1Hz), 7.37(2H,d,J=8.1Hz), 7.70(2H,d,J 
=8.1Hz), 7.91(2H,d,J=8.1Hz), 8.45(lH,br.d,J=3.7H 
z), 8.49(lH,s), 8.73(lH,t,J=5.9Hz), 9.47(lH,s), 9. 
73(lH,br.s). 

IR(KBr)cm-l :3272, 3067, 1661, 1647. 1598, 1536, 1455,133 
4,1288,1194,1024,742. 

[0192] mtm\4 3 

N— (2-7Sy7x-W -4- [N- (t°U>>>- 
3-4 )V) tf^fi'T-fef-^- N- [3- (h°Ui>>-3 
-- f;U) 7'ntVH TSy^f-^] ^>-xrSH (Sl- 
1 : fc£*#*9 1 ) 
rap. (amorphous). 

1H NMR (270MHz, DMS0-d6) Sppm: 1.77-1. 93 (2H,m) , 2.5 
0-2.63(2H,m), 3.16-3.30(2H,m), 4.63(1.2H,s), 4.71 
(0.8H,s), 4.88(1.2H,s), 4.95(0.8H,s) , 5.05(2H,s), 
6.57-6.63(lH,ra), 6.77-6.79(lH,m), 6.94-7.00(lH,m), 
7.11-7.42(5H,m),7.58-7.64(lH,m), 7.92-8.02(2H,m), 
8.15-8.43(5H,m), 9.65(0.6H,s) , 9.69(0. 4H,s). (@ 

[0 193]Mfe^44 

N- (2-7S77x-;H -4- [N-^<^-N- 
(t"U^*y-3->f;t/) ^vT-bf-^] T$JXi-)V 
KyX7$ Y (m- 1 : it^m^9 2 ) 
rap. 117-WC. 

1H MHR(270MHz, DMS0-d6) Sppm: 2.84 and 2.99(total 
3H,s), 4.60 and 4.69(total 2H,s), 4.90(2H,br.s), 
4.99 and 5.08(total 2H,s), 6.60(lH,dd, J=7.3,8.1H 
z), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=7.3,7.3Hz), 
7.16(lH,d,J=7.3Hz),7.30-7.43(4H,m), 7.95 and 8.01 
(total 2H,d,J=8.1Hz), 8.17(lH,d,J=4.4Hz),8.31(lH, 
d,J=2.9Hz), 9.65 and 9.68(total lH.br.s). (Mm 

IR(KBr)cra-l:3298, 1665, 1501, 1425, 1310, 1276, 1254, 107 
8,799,746,703. 

[0194] rnrnn 5 

N- (2-757 71^) -4- [N— (t°Ui»- 
3-4 )V) tt-t^JUTSSXf-M KyXTS. H 
(«- 1 : tt&mm9 5 ) <0£f& 

(45-i) n- (Wi?y-3-4)U) 

Kxf-;krxf-^3 8 8mg (2mmo 1 ) fcUffiMl 
WIS ( 1 -4 ) "Cftfc*Ufc-ffc£ft6 3 8m g ( 2 mm 



o 1 ) ZxfJ-MtWMl. 4 0~5 0°Cfc2. 5$ 
HtMHH¥L«. #rffiU^£S B B B £3JKU x*/-^2 
mlfcX^-/l/X-r^3m 1 T«fe»tfc. »4>itfc|tft* 
SBftU N— [2— (N-tert-7*hdf^;^x 
)V) 7S/7x-;l/] -4- [N- (trU^'y-3-^ 
^) ^^-^^TSy^^H ^.yXTS F7 24m 
g (JR$7 4%) fcftjfc. 

1H NMR(270MHz, DMS0-d6) £ppm: 1.44(9H,s), 4.49(2H, 
d,J=5.9Hz), 7.10-7.30(2H,m), 7.35-7.57(5H,m), 7.93 
(2H,d,J=8.1Hz), 8.21(lH,br.d,J=5.1Hz), 8.35(lH,dd, 
J=1.5,5.1Hz), 8.68(lH,br.s), 9.00(lH,d, J=2.9Hz) , 
9.70(lH,t,J=5.9Hz), 9.82(lH,s), 10.98(lH,br.s) . 
[0195] (45-2) IS (4 5-1) <0ft£«j 
720mg^^y-;P8ml fcWIU 4S5£iSli- 
^^ftViiSm l £jp;tjfc. 3B$HBH¥U 

^«Sr^>3XL^ . ft ^£*£ B B 9 £T H F/* 9J-)V 
= l/lTWfet B B B U ga»280mg^„ 
rap. 254-258*C(dec.) 

1H NMR(270MHz, DMS0-d6) Sppm: 4.67(2H,d, J=5.9Hz), 
4.89(2H,br.s), 6.59(lH,dd,J=7.3Hz) , 6.77(lH,d,J=8. 
1Hz), 6.97(lH,dd,J=6.6,7.3Hz), 7.16(lH,d,J=8.1Hz), 
7.38-7.44 (1H, in), 7.43(2H,d,J=8.1Hz), 7.95(2H,d,J= 
8.1Hz), 8.18-8. 24(lH,m), 8.34(lH,dd,J=1.5,4.4Hz), 
9.00(lH,d,J=2.1Hz), 9.63(lH,s), 9.69(lH,br.t, J=6.6 
Hz), 10.97(lH,br.s). 

IR (KBr, cra-1) : 3312, 3270 , 1663 , 1636, 1521 , 1312 , 1296 , 10 
19 

[0196] mm\A 6 

N- (2-7S/7i-;W -4- [N- (h"Ui»- 
3-4 )V) ttis7-t1-)V7$;*^)V} KyXT^Y 

(£-1 aykWL 

(46-1) h U >7 A ( 6 0 ) ' 

0. 22g(5. 5mmol) CDDMF (2ral)l)S 
3-t KD^t°>Ji;>0. 48g (5. Omm 
o 1 ) ODMF ( 2 m 1 ) JSJffS-^ffltlBTLfctt, 1 

S@ tert-Zf/UXf/l'O. 8 1ml (5. 5 
mmo 1 ) SrJPx. *&TT" 1 mm, S^T" 2 Bailiff 

A : fflKxf-^= 5:1) vmL+i Z b t ± 0 , 3 - 
tU^/kt^S^flW tert-7f/HXf/W. 3 
4g (JR*3 2. 5%) HSfeWRtti: l/Cftfc. 
1H NMR (270MHz, CDC13) Sppm: 1.49(9H,s), 4.56(2H, 
s), 7.18-7.24(2H,m), 8.26(lH,dd,J=1.5,3.6Hz), 8.32 
(lH,d,J=2.9Hz). 

[0197] (46-2) Ifi(4 6-l)<0flaMfc 
0. 1 4 g ( 0. 67mmol) OS^noj^y ( 2 
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m 1 ) -mmzhVy^timM2m 1 ZltilXmi&X'3 

0. 3-tU^**M»»hy7^nBm«0. 1 
5g (JRSP8 3. 8%) MWfifflflcfc l/Cttfc. 
1H NMR(270MHz, DMS0-d6) S'ppm: 4.86(2H,s), 7.57(1H, 
dd,J=4.4,8.1Hz), 7.67(lH,ddd,J=1.5,1.5,8.8Hz), 8.3 
KlH,d,J=5.1Hz), 8.46(lH,d,J=2.1Hz), 13.00(lH,br. 
s). 

[0198] (46-3) Ig (4 6-2) CDft-^ft 
100mg(0. 37mmo 1 ) fiiWWIHlOXH 

(1-4) Tl#^^C^255mg (0. 75mm 
o l ) Ov-'? od^ * y ( 5 m l ) flHffifc h Ux^ 
TSyO. 14ml (1. Ommo 1 ) Zfol^ 7 R&L 
7K^T2-^dd-i, 3-Wf;HSf/'J = 
■^JUVavA h"140mg(0. 83mmol) <7)vj? 

nn^^y (6m i ) mmzDut. mmx-mztt 

[0199] *MHMtt*tt*TftlHL M 

77 -f - (BRxfvU : * ? y-;l/= 10:1) T»S 
•rSiktiD, N- [2- (N-tert-y^y 
^;^x;P) 7*$y7xX;H -4- [N- (h°Uj/> 

HO. 3 7g (£*6<j) £&fefa»fc LTflft. 
mp. 154-155°C 

1H NMR (270MHz, CDC13) dppm: 1.52(9H.s). 4.62(2H, 
s), 4.63(2H,d,J=7.3Hz),6.76(lH,br.s), 6.90-7.00(1 
H.br.s). 7.15-7.35(5H,m), 7.40(2H,d, J=8.1Hz),7.82 
(lH,d,J=8.1Hz), 7.95(2H,d,J=8.1Hz), 8.32(lH,dd.J= 
2.1,4.4Hz), 8.37(lH,d,J=2.8Hz), 9.20(lH,br.s). 
[02 0 0] (4 6-4) TM (46-3) «9-ffr£l) 
175mg(0. 37mmol) <r,i>^^y ( 2 m 

1 ) -^y-;K2m 1 ) msiz, Ammsm~ ; Jt 
(2mi ) mixmux^mrnMnuz, m 

ftiizmmm, mtiztizx*), n- (2-7 

S77xX/P) -4- [N- (tfUi»-3— f^) * 
isT-bl-frTS. J*+)V\ ^yXTSK9 0mg (JR 
^6 4. 6%) MLafcH*fcl/C*fc. 
1H NMR(270MHz, DMS0-d6) <? PP i: 4.42(2H,d, J=5.9Hz) , 
4.69(2H,s), 4.89(2H,br.s), 6.59(lH,dd, J=7.3,8.1H 
z), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=6.6,7.3Hz), 
7.16(lH,d,J=7.3Hz), 7.33-7.39(4H,m), 7.92(2H,d,J= 
8.1Hz), 8.21(lH,dd,J=1.5,4.4Hz), 8.35(lH,d, J=2.9H 
z), 8.80(lH,br.t,J=5.9Hz), 9.63(lH,br.s). 
IR(KBr)cn-l: 3307, 1672, 1631, 1523, 1456, 1429, 1269, 12 



31,803,756. 

[0201] mmm4 7 

N- (2-7Sy7x-;W -4- [N- [2- (t°'J 

<yXT5 K (31-4 : fc£ft#-*3 ) 
[0202] (47-1) **fc*hy*A<60% 
JWtS) 1. 20g(30. Ommo 1 ) «»DM 
F (10ml) fflgffiSt. aaiT3-t Hndfi/tyy 
V2. 85 g (3 Ommo 1 ) cDiftSDMF (10m 

i ) mm* 4 oxyart:** j a fcWnp&srFUt 

SiB-C9 04HS8tfPUfc. *»TrtMt 5-1 0°C 
2 -yo^rot^-yit t e r t -7*f- 

^XXf^6. 28 g (3 Ommo 1 ) COfSiDMF 

(iomi) jgfs&ffe^tssTtfca. mmx-m&z 
&*tfit>4 mrsmw i ti . an* t us 

* Bwx^A^amjLfc. «iMfr. *, mam** 

T», nil. «S*LT^ti£^£^y#^ 
W5A^07S/57^- ( n -A^df-ify : pUxf- 
^=2 : 1 ) T*W'f4£i:fcJ:i)2- (ey^y-3 
— f;W) ^df^rDh^yS t e rt-7"f;HXf 
A- 4 . 1 5 g (JR*6 2%) afiiifc LTff 
fc. 

lH-NMR(270MHz, CDC13) S'ppm: 1.44(9H,s), 1.61 (3H,d, 
J=7.3Hz), 4.66(lH,q,J=7.3Hz), 7.13-7.23(2H,m) 8.24 
(lH,dd,J=1.5,4.4Hz), 8.29(lH,d,J=2.1Hz). 

[0203] (47-2) IB<4 7-l)T1Wtffc 
■&&1. 6 5g (7. 4mmo 1 ) WfuuXfy 

(9ml) MC3 OXaaTtftfeWfeTh »J 

mm (9mi) sjDtfcft, xaiT8mHRff t^. 

- 3 -•'f/V) «y7Dt^yl h y 

1. 86 g (0W54 3. 5%) fcS&fflfclBflefc l/Cft 
ft. 

1H-NMR (270MHz, DMS0-d6) 5p P m: 1. 53(3H,d, J=6.6Hz) , 
5.12(lH, q ,J=6.6Hz), 7. 60-7. 75 (2H, in), 8.35(lH,d,J= 
5.1Hz), 8.47(lH,s), 12.9(lH,br.s). 

[0204] (47-3) IS (47-2) Tftfcfc 
£»0. 98g(3. 5mmo 1 ) , UMlOIl 

(1-4) tUfcfclMfcl. 02g(3. Ommol) 

i^on^^y (20ml) fcfflKSStffcft, h yx 

•WS^l. 3ml (9. Ommo 1 ) ifytmL 
7t„ *}#T\ 2-?DO- 1 , 3 - vXfvM SrVU 
X^A^O^ K0. 59g(3. 5mmo 1 ) 
DD^^y (5m 1 ) (MlitTLfcfi S4.fc2l$ia 
JWPLfc. ISM»*tlni*»Lfef|, ?nn»A 

LT*fcaHE t y ^ ^71/^ 7A^D7f/57-( 

- (Bffixf-;P : j<^y-;p= 10:1) TflKH'tSi 
kfci^N- [2 - (N-tert-m^it 
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/I/75 7) 7x-/P] -4- [N— [2 - (tll^y- 

T5H1. 64g£l, 3-^^-2— f S^/y 

1H-NMR (270MHz, CDC13) Sppm: 1.51(9H,s), 1.64(3H,d, 
J=7.3Hz), 4.54(2H,m),4.78(lH,q,J=6.6Hz). 6.87(2H,b 
r.s), 7. 13-7. 30 (6H, m), 7.81(lH,d, J=7.3Hz),7.90(2H, 
d,J=8.1Hz), 8.29(lH,dd,J=1.5,4.4Hz), 8.33(lH,d,J= 
2.1Hz), 9.22(lH,br.s). 

[0205] (47-4) XU (47-3) "Cf#fc<ffc 

64hi. 6 4g*^^y ( l om i ) -777-;u 

(4ml) taWLfc. afflT4fflgffiK-^3j-df-9-y 
ili(lOml) frim*. 2l^lBfflB¥Lfc. ftftStt* 

H*^nst, fla»-tS£ttJ:"3, N- (2-75 77 
-4- [N- [2- (t'U>>>-3— f;W ;f 

4f^] rne:t-/W7$77?-/i/] <yX7$ KO. 7 
lg (2ste P st'JR^60. 5%) fc&fefflflsi: t 

[02 0 6] rap. 171-17310 (dec.). 
1H-NMR (270MHz , DMS0-d6) d PP m: 1 . 51 (3H , d, J=6. 6Hz) , 4. 
36(2H,d,J=5.9Hz), 4.89(2H,br.s), 4.90(lH,t, J=6.6H 
z), 6.60(lH,dd,J=6.6,7.3Hz), 6.78(lH,d,J=8.1Hz), 
6.97(lH,dd,J=6.6,7.3Hz), 7.15(lH,d,J=7.3Hz), 7.27 
(2H,d,J=8.1Hz), 7.33-7.37(2H,ra), 7.89(2H,d, J=8.1H 
z), 8.21(lH,dd,J=2.9,2.9Hz), 8.32(lH,d,J=1.5Hz), 
8.82(lH,t,J=5.9Hz), 9.63(lH,br.s) . 

[0 2 0 7]H»J48 

N- (2-7$J7x.-)V) -A- [N— (fcijyy- 

3— iiv) y. h^v-^^-^rsyyf-^] 

S H («- 1 : -ft-&fW^8 2 ) 
(48-1) 3-t"y>>>777-^384mg 
(3. 5 2mmol)j5ml(0«THF|;ii»L, 
N, N' -W-/^S/v'-^5 2 3rag (3. 
2 2m mo 1 ) ^m&Tmttz. llSHatfrUtft, H 
MW1«lD1(1-4) *>fl:*»l. Og (2. 93m 
mo 1 ) «SB»THFffl»6m 1 *Joife. 
[0208] g?ST*-«», 7 nn*W 1 0 0 m 
1 MP*., *20ml T3D9iJ»Lfc. ^TffriWl 

*JEEff£ft, ^y#y-7l/#5A7nVr-^7-f- (7 
DD*^ : 777-/P=3 0 : 1 ) tHWRU N- 
[2 - (N-te rt-yhdr^;^-^) 75 77 

-4- [n- (eyj/y-3— <r/io ^h^y 

ft )Vt¥.—)VT J X*h)V\ OXTS. H 1 . 2 7g£7 

1H NMR (270MHz, CDC13) cfppm: 1.51(9H,s), 4.45(2H,d, 
J=5.9Hz), 5.16(lH,s),7.10-7.50(7H,m), 7.70(lH,d,J= 



8.1Hz), 7.80(lH,d,J=7.3Hz), 7.93(lH,d,J=8.1Hz), 8. 
57(lH,d,J=4.4Hz), 8.63(lH,s), 9.17(lH,s). 
[0209] (48-2) XU (48-1 ) Ofc^ft 
1. 2g (2. 8mm o 1 ) Sr7 77-/H OmlfcS 

«f Lfe. 4a5eaw-s;*^y«K2 om 1 &jd^, 

m^T 1 . 5 BftSfflgff Ltz . fefclHfr h y 
fc&'tftfg, ?nn;|!;l/A6 0m 1 t3EIttajt!t. t& 

U S&3SLT0. 8 8gtf*ifi£f*jfc. oWCx^y- 
/H6mltff&W\ N- ( 2-7*5 77x~ 

^) -4- [N- (tyyy-3-- f/u) y h^^/p 

#■-^75 77^] <yX75h'6 6 8mg (IR$7 
3%) £*#fc. 
[02 1 0] nip. 159-160°C. 

1H NMR(270MHz, DMS0-d6) £ppm: 4.28(2H,d, J=5.9Hz), 
4.86(2H,s), 5.10(2H,s), 6.60(lH,t, J=7.3Hz) , 6.78(1 
H,d,J=7Hz), 6.97(lH,t,J=7Hz), 7.17(lH,d,J=8Hz), 7. 
30-7.50(3H,m), 7.78(lH,d,J=8Hz), 7.93(2H,d, J=8Hz) , 
8.53(lH,d,J=3.7Hz), 8.59(lH,s), 9.61 (lH.s). 
IR (KBr) cm-1 : 3295 , 1648 , 1541 , 1508 , 1457, 1309 , 1183 , 74 
2. 

mm\A s t mmnmz * 9 , mm\A 9 ip*>mm 

P. ) . 1H NMR S wco$mm*vkt. 

[0211] 9mM4 9 

N- (2-7577x^/U) -4- [N- «y*J)U# 
*isj))VX-lV) 7S77W KyXTS. H («- 
1 :-ffc;#B9#*H 1) 
mp. 174-178°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.28(2H,d, J=5.9Hz), 
4.89(2H,br.s), 5.06(2H,s), 6. 59(lH,dd, J=7.3,8.1H 
z), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=7.3,8.1Hz) , 
7.16(lH,d,J=7.3Hz), 7.30-7.40(6H,ra), 7.93(3H,m) , 
9.63(lH,s). 

IR (KBr) cm-1: 3332, 1687, 1652, 1536,1456,1279,747. 
[0 2 12]H»J5 0 

N- (2-7577x^/1.) -4- [N— (4- US 
W-fr- 1-MV) KyiSiV) tti/jjfrtf-tVTS. 
J*W\ KyX7$ H («- 1 : ft6ft*9 4 7 ) 
mp. 195-198°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.29(2H,d, J=6.6Hz), 
4.88(2H,s), 5.10(2H,s), 6.60-6.63(lH, m) , 6.78(1H, 
d,J=8.1Hz), 6.97(lH,t,J=7.3Hz), 7.11(lH,s), 7.16(1 
H,d,J=7.3Hz), 7.37(2H,d,J=8.1Hz), 7.49(2H,d, J=8.8H 
z), 7.66(2H,d,J=8.1Hz), 7.74(lH,s), 7.92-7.96(3H, 
m), 8.25(lH,s), 9.62(lH,s). 
[02 13] mkM5 1 

N- (2-7S77x^) -4- [N- (h'V'Jy- 
2-4)V) 7 h^isft )V#-1]/T k J KyXT ' 
SF :-ffr£«yl71 ) 
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rap. 166-167°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.30(2H,d, J=5.9Hz) , 
4.88(2H,br.s), 5.12(2H,s), 6.60(lH,dd, J=7.3,8.1H 
z), 6.78(lH,d,J=8.1Hz), 6. 97(lH,ddd, J=l. 5,7. 3, 8. 1H 
z), 7.16(lH,d,J=7.3Hz), 7.33(lH,dd, J=3.7,7.3Hz), 
7.40(3H,d > J=8.1Hz),7.83(lH,ddd,J=l. 5,7.3,8. 1Hz), 
7.94(2H,d,J=8.1Hz), 8.03(lH,t, J=5.9Hz). 8.55(lH,d, 
J=5.1Hz), 9.62(lH,br.s). 
IR(KBr)an-l: 3334, 1694,1632, 1580, 1276,755. 
[0 2 14] H»J5 2 

N- (2-7S77x^) -4- [N- [2- (h°U 

^ yXT5 K {m _ x . ^mmi 7 2 ) 

mp. 146-148°C. 

1H NMR (270MHz, DMS0-d6) S-ppm: 3.04(2H,t, J=6.6Hz) , 
4.23(2H,d,J=5.9Hz), 4.36(2H,t, J=6.6Hz) , 4.88(2H,b 
r.s), 6.60(lH,dd,J=7.3,8.1Hz), 6.78(lH,d, J=8.1Hz), 

6.97(lH,dd,J=7.3,8.1Hz), 7.15-7.30(3H,m), 7.34(2 
H,d,J=8.1Hz), 7.69-7.77(2H,m), 7.92(2H.d, J=7.3Hz), 

8.50(lH,d,J=4.4Hz), 9.62(lH,br.s). 
IR(KBr)cm-l: 3330, 1690, 1633, 1594, 1524, 1277,760. 

[02 15JHWJ53 

N- (2-7577x^/1-) -4- [N- (6-^^ 

)U1 <>XT$ F m- 1 : it^m 17 9) 
mp. 138°C. 

1H NMR (270MHz, DKS0-d6) S PP m : 2.47(3H,s), 4.30(2 
H,d,J=5.9Hz), 5.07(4H,s), 6.63(lH,t,J=8.1Hz), 6.80 
(lH,d,J=7.34), 6.98(lH,t,J=8.1Hz), 7.18(3H,d, J=7.3 
Hz), 7.40(2H,d,J=8.1Hz), 7.71(lH,t, J=8.1Hz) , 7.94 
(2H,d,J=8.1Hz), 8.03(lH,t,J=5.9Hz), 9.66(lH,s). 
IR(KBr)cra-l: 3335,1693,1634,1259. 
[02 1 6] H»J54 

N- (2-7577x^/U) -4- [N— [2- (h"U 

OXT 5 F («- 1 : 3 ) 

rap. 120-125°C. 

1H NMR (270MHz, DMS0-d6) Sppm : 2.91 (2H,t, J=6.6Hz) , 
4.22(4H,t,J=6.6Hz), 4.89(2H,s), 6.55-6. 63(lH,m), 
6.78(lH,dd,J=8.1,1.5Hz), 6.97(lH,t,J=6.6Hz),7.17(l 
H,d,J=6.6Hz), 7.33(3H,d,J=8.1Hz), 7.69(lH,d,J=8.1H 
z), 7.79(lH,t,J=6.6Hz), 7.93(2H,d,J=8.0Hz), 8.43- 
8.49(2H.m), 9.62(lH,s). 
IR(KBr)cm-l: 3234,1705,1655,1260. 
[0 2 17]H»J5 5 

N- (2-7Sy7x-;H -4- [N— [3- (f'j 
Vy-3-4)V) TohV^df^;^'-^] 75 J* 
f-/H OXTS F (*- 1 : -ffc^-W-f-8 4 ) 
mp. 121-124°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 1.83-1. 94 (2H,m) , 2.6 



7(2H,t,J=7.3Hz), 3.98(2H,t,J=6.6Hz), 4.26(2H,d,J= 
5.9Hz), 4.89(2H,br.s), 6.60(lH,dd,J=8.1, 8.1Hz), 6. 
78(lH,d,J=7.3Hz), 6.97(lH,ddd,J=1.5,7.3,8.1Hz), 7. 
16(lH,d,J=8.1Hz),7.29-7.33(lH,m), 7.37(lH,d, J=8.1H 
z), 7.64(lH,d,J=8.1Hz), 7.81(lH,dd, J=5.9,6.6Hz) , 
7.94(2H,d,J=8.1Hz), 8. 40-8. 44 (2H, in) , 9.63(lH,br. 
s). 

IR(KBr)cni-l: 3348, 1696,1635, 1523, 1458, 1302, 1272, 11 
41,1019,754,713. 
[0 2 18]HWJ5 6 

N- (2-7577x^/1/) -4- [N- {2-*i-)V 
Wi?y-3-4)V) ^Y^^ii)V^-]VT^/^ 
)U] KyXT* F (^- 1 : ik&tym^ 1 4 2 ) 
mp. 164-165°C. 

1H NMR (270MHz, DMS0-d6) S ppm : 2.49(3H,s), 4.28(2 
H,d,J=6.6Hz), 4.89(2H,s), 5.10(2H,s), 6.60(lH,t,J= 
6.6Hz), 6.78(lH,d,J=8.1Hz), 6.90(lH,t,J=7.3Hz), 7. 
17(lH,d,J=7.3Hz), 7.21-7.26(lH,m), 7.37(2H,d,J=8.1 
Hz), 7.68(lH,d,J=6.6Hz), 7.92-8.00(3H,m), 8.39(1H, 
d,J=4.4Hz), 9.62(lH,s). 
IR (KBr) cm-1 : 3332, 1719 , 1630, 1260. 
[0 2 19]|»J5 7 
N- (2-7577x^/1/) -4- [N- 

)V\ <>X7$ F (« - 1 : itMKi 4 4 ) 
mp. 164-165°C. 

1H NMR(270MHz, DMS0-d6) d PP ni : 2.46(3H,s), 4.27(2 
H,d,J=6.6Hz), 4.88(2H,s), 5.05(2H,s), 6.59(lH,dt,J 
=1.5, 8.1Hz), 6.78(lH,dd,J=8.1,1.5Hz), 6.97(lH,dt,J 
=1.5,7.3Hz), 7.17(lH,d,J=7.3Hz), 7.26(1H d,J=8.1H 
z), 7.36(2H,d,J=8.1Hz), 7.67(lH,dd,J=8.1,2.2Hz), 
7.93(3H,d,J=8.1Hz), 8.45(lH,d,J=1.5Hz), 9.62(1H, 
s). 

IR(KBr)cm-l: 3293, 1701, 1632, 1260. 
[0 22 0]*}^J5 8 

N- (2-7S/7x-/W -4- [N- (2-7nn 
f y 3 ->f ;10 ^ h df ^^^-^T 5 77 f- 
;u] ^X75 F (S - 1 : fltewarei 5 5 ) 

mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) d W m : 4.30(2H,d, J=5.9Hz) , 
5.00(2H,s), 5.13(2H,s), 6.61(lH,t,J=7.3Hz), 6.79 
(lH,dd,J=8.1,1.5Hz), 6.98(lH,dt,J=1.5,7.3Hz),7.17 
(lH,d,J=6.6Hz), 7.39(2H,d,J=8.8Hz), 7.47-7.52(lH, 
m). 7.91-7.96(3H,m), 8.08(lH,t,J=5.9Hz), 8.40(lH,d 
d,J=4.4,1.5Hz), 9.64(lH,s). 
IR(KBr)cm-l: 3340, 1702, 1632, 1273. 
[0 22 1]«»J5 9 

N- (2~7577x^) -4- [N— (6-?UD 

;H <yxr$ F («- 1 : tt&m^l 5 7 ) 
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rap. 180-185°C. 

1H NMR (270MHz, DMS0-d6) Sppm : 4.24(2H,d, J=5.9Hz), 
4.89(2H,br.s), 5.10(2H,s), 6.60(lH,t, J=7.3Hz) , 6. 
78(lH,d,J=8.1Hz), 6. 97(lH,dt,J=l. 5,8.1Hz), 7.16(1 
H,d,J=6.6Hz), 7.37(2H,d,J=8.1Hz), 7.56(lH,d,J=8.1H 
z), 7.85-8.02(4H,ra), 8.44(lH,d, J=2.2Hz), 9.62(1H, 
s). 

I R (KBr) cm-1 : 3346, 3282, 1696, 1533, 1271. 
tO 2 2 2] 0 

N- (2-T$.J7^-)V) -4- [N- (fUi^'y- 

SK (H-l :ft£«#181) 
mp. 180-183°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.30(2H,d, J=6.6Hz) , 
4.89(2H,s), 5.12(2H,s), 6.60(lH,dd, J=7.3,7.3Hz), 
6.78(lH,dd,J=1.5,7.3Hz), 6.97(lH,ddd,J=1.5,7.3,8.1 
Hz), 7.16(lH,d,J=7.3Hz), 7.34(2H,d, J=5.9Hz) , 7.39 
(2H,d,J=8.1Hz), 7.94(2H,d,J=8.1Hz), 8.09(lH,t, J=5. 
9Hz), 8.57(lH,d), 9.64(lH,br.s) . 
IR(KBr)cra-l: 3394,3290, 1711, 1645, 1624, 1535, 1504, 13 
21,1251,1138,1049,763. 

[02 2 3] mmti 

N- (2-7$/7xX^) -4- [N- [2~ (f-^- 
7s.V-3-4)V) Xhdfj/^;lx^-;p] TS^^f- 
)V~\ OXTS. H («- 1 : tt£i)#^2 0 3 ) 
rap. (amorphous). 

1H NMR (270MHz, DMS0-d6) Sppm : 2.90(2H,t, J=7.3Hz), 
4.17-4.26(4H,m), 4.89(2H,s), 6.60(lH,t,J=8.1Hz) , 
6.78(lH,d,J=6.6Hz), 6.97(lH,t,J=7.3Hz), 7.06(lH,d, 
J=5.1Hz), 7.17(lH,d,J=7.3Hz), 7.26(lH,s), 7.36(2H, 
d,J=8.1Hz), 7.47(lH,t,J=2.2Hz), 7.81(lH,t,J=5.9H 
z), 7.93(2H,d,J=8.1Hz), 9.63(lH,s). 
IR(KBr)cra-l: 3314,1716,1638,1252. 
[0 2 24] Mt$l6 2 

N- (2-7S/7x-^) -4- [N— (3-7i~ 
AttW-fls- 5-4 )V) X Y*isliiVT$~)lT$iJ 

<>X7$ K («- 1 : 4tett*92 1 1 ) 
rap. 192-195-C. 

1H NMR(270MHz, DMS0-d6) 8 PP m: 4.30(2H,d,J=5.9Hz), 
4.89(2H,s), 5.25(2H,s), 6.60(lH,t,J=6.6Hz), 6.68(1 
H,d,J=8.1Hz), 6.94(lH,t,J=7.3Hz), 7.09(lH,s), 7.16 
(lH,d,J=7.3Hz), 7.39(2H,d,J=8.1Hz), 7.51 (4H,d, J=2. 
2Hz), 7.87-7. 96(5H,m), 8.12(lH,t,J=5.9Hz), 9.63(1 
H,s). 

IR(KBr)cra-l: 3292,1718,1630,1262. 
[0 2 2 5] 9ffim3 

N- (2-7$y?x-W -4- [N— (i-TY-JU 
-5-4 )V) *V*i<-j}}VX~)V7$.JX^}\<~] <yx 
7SK (f§-l :ft£»##2 16) 
rap. (amorphous) . 



1H NMR (270MHz, DMS0-d6) Sppm: 4.28(2H,d, J=5.9Hz), 

4.91(2H,br.s), 5.30(2H,s), 6.60(lH,dd, J=7.3,7.3H 

z), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=7.3, 8.1Hz) , 

7.16(lH.d,J=7.3Hz), 7.36(2H,d,J=8.1Hz), 7.91-8.00 

(4H,ra), 9.09(lH,s),9.63(lH,s). 

IR (KBr) cm-1 : 3346 (br . ) , 1697 , 1636 , 1525 , 1456 , 1271 , 87 

3,753. 

[0226 3 m.M6 4 

N- (2-7S/7X-/L-) -4- [N- [2- (4- 
^)Vi-7Y'-)V-5-4)V) xhdfi/^/^-;|/] 7 

<yX7$ v (a- i : itsmm2 1 

7) 

mp. 130-133°C. 

1H NMR(270MHz, DMS0-d6) 8 ppm : 2.32(3H,s), 3.07(2 
H,t,J=5.9Hz), 4.15(2H,t,J=5.9Hz), 4.25(2H,d,J=6.6H 
z), 4.89(2H,s), 6.60(lH,t,J=5.9Hz), 6.78(lH,dd, J= 
7.3,1.5Hz), 6.97(lH,dt,J=1.5,7.3Hz), 7.16(lH,d,J= 
8.1Hz), 7.35(2H,d,J=8.1Hz), 7.83(lH,t,J=5.9Hz), 7. 
94(2H,d,J=8.1Hz), 8.85(lH,s), 9.62(lH,s). 
IR(KBr)cm-l: 3350,1691,1635,1270. 
[0 2273Hte^6 5 

N- (2-7S/7x^H -4- [N- ( l-^/l/ 

^yx'rs K («- 1 : tf;£!fo#*2 2 5 ) 
mp. 130-135°C. 

1H NMR (270MHz, DMS0-d6) 8 ppm : 1.49-1. 78 (3H,m), 1. 
83-2.01(3H,m), 2.30(3H,s), 2.85(2H,s), 3.74-3.94(2 
H,i), 4.25(2H,d,J=5.8Hz), 6.55-6.62(3H,m), 6.78(1 
H,d,J=8.1Hz), 6.97(lH,t,J=7.3Hz), 7.16(lH,d, J=8.1H 
z), 7.37(2H,d,J=8.1Hz), 7.79(lH,t,J=6.6Hz), 7.93(2 
H,d,J=8.0Hz), 9.66(lH,s). 
IR(KBr)cm-l: 3323,2722, 1702, 1648, 1263. 

[02283 mme 6 

N- (2-7$/7x-/W -4- [N- 

i-> - 1 - A )V ) * h * ^ij)V^-)VT 5 J X + 
;H ^yXTS H (^- 1 : ft£ft#?2 2 7 ) 
mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) 8 PP m : 1.73(2H,t,J=6.6Hz) , 
2.36-2.63(13H,m), 4.00(2H,t, J=6.6Hz) , 4.30(2H,d,J 
=5.8Hz), 6.55-6. 63(4H,m), 6.78(lH,d,J=6.6Hz), 6.97 
(lH,t,J=7.3Hz), 7.16(lH,d,J=7.3Hz), 7.37(2H,d,J=8. 
7Hz), 7.73(lH,t,J=5.9Hz), 7.94(2H,d, J=8.0Hz) , 9.66 
(lH.s). 

IR (KBr) cm-1 : 3341 , 2706 , 1701 , 1262. 
[02293 »»«6 7 

N- (2-T$y?x.-!l>) -4- [N- (xh5tK 

>U] KyXTS. H («- 1 : fc£flj#*2 2 1 ) 
mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) Sppm: 1. 50-1.60(lH,m) , 1.8 
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8-2.00(lH,m), 2.44-2.54(lH,m), 3.41-3.47(lH,m) , 3. 
56-3.77(3H,m), 3. 85-4.04 (2H,ra) , 4.25(2H.d,J=5.9H 
z), 4.89(2H,s), 6.60(lH,dd,J=7.3,7.3Hz), 6.78(1H, 
d,J=8.1Hz), 6.97(lH,dd,J=7.3, 8.1Hz), 7.17(lH,d,J= 
8.1Hz), 7.37(2H,d,J=8.1Hz), 7.81(lH,t, J=5.9Hz) , 7. 
94(2H,d,J=8.1Hz), 9.62(lH,br.s) . 
I R (KBr) cm-1 : 3349, 1695, 1635, 1523, 1457, 1259, 754. 

[0230] HHM6 8 

N- (2-7$/7x~;P) -4- [N- (7x/df>- 

%)V#-)V) ^yxrs f (m- 1 : it 

12) 
rap.l74-175°C. 

1H NMR(270MHz, DMS0-d6) tfppm: 4.36(2H,d, J=5.9Hz) , 
4.90(2H,br.s), 6.60(lH,dd,J=7.3,7.3Hz), 6.77(lH,d 
d,J=7.3,7.3Hz), 6. 98(lH,ddd,J=l. 5,7.3, 7.3Hz), 7.05- 
7.24(4H,m), 7.39-7.46(4H, m) , 7.97(2H,d,J=8.1Hz), 
8.41(lH,t,J=5.9Hz), 9.65(lH,br.s). 
IR(KBr)cm-l : 3443, 3362, 3313, 1732, 1706, 1636, 1527, 14 
93,1458,1305,1217,748. 
[023 11 SW69 

N- (2-75/7x^/1,) -4- [N— (tfU^'y- 
3— <)V) **i'*])VK-il>T$.JX^)V} KyXT* 
f (n- 1 : fc&m%8 1 ) 
rap. 209°C(dec). 

1H NMR (270MHz, DMS0-d6) £ P pm: 4.38(2H,d, J=6.6Hz) , 
4.90(2H,br.s), 6.55-6.63(lH,ra) , 6.78(lH,d,J=8.1H 
z), 7.00(lH,dd,J=7.3,7.3Hz), 7.17(lH,d,J=8.8Hz), 
7.37-7.47(3H,m), 7.64(lH,d, J=8.8Hz) , 7.97(2H,d,J= 
8.1Hz), 8.43(2H,d,J=3.1Hz), 8.59(lH,t, J=5.9Hz) , 9. 
66(lH,br.s). 
[0 2 3 2IMI70 

N- (2-7S/-5-7/^n7xz;|/) -4- [N 

i-iv] Kyx7$ f m- 1 : -f^W-9-1 1 0 ) 

mp. 160-162°C. 

1H NMR (270MHz, DMS0-d6) ^p P m: 4.28(2H,d, J=6.6Hz) , 
4.81(2H,s), 5.10(2H,s), 6.70-6.90(2H,m), 7.10-8.00 
(8H,m), 8.53(lH,d,J=3.6Hz), 8.59(lH,s), 9.6K1H, 
s). 

I R (KBr ) cm-1 : 3269 , 1716 , 1638 , 1488 , 1436 , 1247 , 1141 , 104 
3,744. 

[0233]»»J71 

N- (2-7S/7i^;W -4- [N— (2-75/ 
yx.~)V) X V^istilVM-lVT^Jti-lV] <yX7 
SF (£-1 :flS#»S#5 1) 
rap. 149-15rC(dec.) 

1H NMR(270MHz, DMS0-d6) <?ppm: 4.28(2H,d,J=5.9Hz), 
4.88(2H,s), 4.96(2H,s), 5.06(2H,s), 6.53(lH,dd,J= 
7.3,7.3Hz), 6. 56-6. 67 (2H, in), 6.78(lH,dd,J=1.5,8.1H 
z), 6.93-7.12(3H,m), 7. 16(lH,d, J=6.6Hz), 7.38(2H, 



d,J=8.1Hz), 7.86(lH,t-like,J=5.9Hz), 7.93(2H,d,J= 
8.1Hz), 9.61(lH,s). 

IR(KBr)cm-l:3336, 1685, 1632, 1527, 1276, 748. 
[0234]H»)J72 

N- (2-7$/7x-/W -4- [N- (^j^U^' 

7SF m-l :<ffc£ft#92 2 8) 
mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) 5-ppm: 1.30-1. 90 (4H,m), 1.9 
O(lH.br.s), 2.45-2.80(6H,m), 3.04-3.13(lH,m) , 4.15 
(2H,d,J=5.9Hz), 4.55-4.60(lH,m), 4.88(2H,br.s) , 6. 
60(lH,ddd,J=1.5,7.3,7.3Hz), 6.78(lH,d,J=8.1Hz), 6. 
97(lH,ddd,J=1.5,7.3,7.3Hz), 7.17(lH,d,J=6.6Hz), 7. 
37(2H,d,J=8.1Hz), 7.78(lH,t,J=5.9Hz),7.94(lH,d,J= 
7.3Hz), 9.62(lH,s). 

IR(KBr)cm-l:3328,2942, 1700, 1648, 1504, 1259, 749. 
[0 2 3 5]S»J7 3 

N- (2-7S/7x^) -4- [N— (3-7$/ 

yx->v) xy$ri'i])Vifs~)V7$;^)V} oxr 
sf m-i -.it^mm^5 2) 

mp. 149-153°C(dec.) 

1H NMR(270MHz, DMS0-d6) Sppra: 4.27(2H,d, J=5.9Hz), 
4.88 and 4.89(total 4H, each br.s), 5.08(2H,s), 6. 
47-6.63(3H,m), 6.78(lH,d,J=8.1Hz), 6.94-7.02(2H, 
a), 7.15(lH,dd,J=7.3,8.8Hz), 7.37(2H,d, J=8.1Hz) , 
7. 84(lH,t, J=5. 9Hz) , 7.93(2H, d, J=8.8Hz) , 9.61 (1H, br. 
s). 

IR (KBr) cm-1: 3367, 1682, 1632, 1523, 1457, 1261,754. 
[0236]»1J7 4 

N- (2-7S/7x-;k) -4- [N- ( I-X+JV 
-f % ?V-)V- 5 - A IV ) X Y * lsf])VK~)\,T 5 / / 

OX75 F («- 1 : ft£ft#*2 1 8 ) 
mp. 162-165°C(dec.). 

1H NMR(270MHz, DMS0-d6) 8 PP m: 3.62(3H,s), 4.27(2H, 
d,J=5.9Hz), 4.91(2H,br.s), 5.05(2H,s), 6.60(lH,dd, 
J=7.3,7.3Hz), 6.78(lH,d,J=8.1Hz), 6.95-7.00(2H,m) , 
7.16(lH,d,J=7.3Hz), 7.36(2H,d,J=8.1Hz), 7.63(1H, 
s), 7.87-7.95(3H,m), 9.64(lH,br.s). 
IR(KBr)cm-l:3293, 1688, 1651, 1534, 1506, 1259, 1121, 104 
3,748. 

[0 23 7]HflPJ7 5 

N- (2-7S/-4-^nD7i^) -4- [N — 
(h-ViJy-3-JjV) /hdfi^/I^^TS/^f- 
A-] ^yX7S F («- 1 : {t&mmi 1 3 ) 
mp. 167-170°C. 

1H NMR(270MHz, DMS0-d6) £ppm: 4.28(2H,d, J=5.9Hz), 
5.10(2H,s), 5.21(2H,s), 6.72(lH,dd,J=2.2, 8.1Hz) , 
6.81(lH,d,J=2.2Hz), 7.16(lH,d,J=8.1Hz), 7.37(2H,d, 
J=8.1Hz), 7.78(lH,d,J=8.1Hz), 7.92(2H,d, J=8.1Hz), 
8.53(lH,d,J=4.4Hz), 8.59(lH,s), 9.60(lH,s). 
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IR (KBr)cra-l : 3347, 3062, 2931 , 1653, 1576, 1505, 1456, 142 
8,1301,1232,1114,1070,1019. 

[0238] mwne 

N- (2-TSy7x^;l/) -4- [N— (5-^h^f 

>-^v=Jy-3-^nu) ^h^^j^-ziT^y^i- 
ii'l KVXT 5 H (ffe- 1 : 16 1) 
rap. 169-170°C. 

1H NMR (270MHz, DMS0-d6) Sppm: 3.83(3H,s), 4.29(2H, 
d,J=6.6Hz), 4.87(2H,s), 5.09(2H,s), 6. 57-6. 62(1H, 
m), 6. 76-6. 79 (1H, ra), 6.94-6.99(lH,m) , 7.14-7.18(1 
H,m), 7.36-7.39(3H,m), 7.91-7.99(3H,m) , 8.19-8.30 
(2H,m), 9.63(lH,s). 

I R (KBr ) cm-1 : 3330 , 1694 , 1633 , 1 524 , 1457 , 1298 , 1269 , 104 
5,760. 

[0239] mmmi i 

N- (2-7Sy7x-/l/) -4- [ N — (t°5S»- 
2-4)V) ^ h*i/tl)Vi$=.)VT$iJX<}~}V] KyXT 
SH m-1 :ftM»19 2) 
rap. 182°C. 

1H NMR(270MHz, DMS0-d6) <? PP m : 4.30(2H,d, J=6.6Hz) , 
4.88(2H,br.s), 5.20(2H,s), 6.60(lH,dd, J=7.3,8.1H 
z), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=6.6,8.1Hz), 
7.16UH,d,J=7.3Hz), 7.39(2H,d, J=8.8Hz) , 7.94(2H,d, 
J=8.8Hz), 8.08(lH,t-like,J=6.6Hz), 8.61(lH,s), 8.6 
5(lH,s), 8.68(lH,s), 9.63(lH,s). 
I R (KBr) cra-1 : 3266 , 1709 , 1632 , 1535 , 1508 , 1284 , 1055 , 102 
2,744. 

[0240] mmmi8 

N- (2-7$y-5-*f-df^7x:z^) -4- [N 
- (t°U^>- 3 -4/1/) *\-$;i/ii)V-$.-)VT^JX 
j-Jl] KyX7$ H Ok- 1 : ik&Wm^ 12 1) 
mp.l41-143°C. 

1H NMR (270MHz, DMS0-d6) Sppm: 3.66(3H,s), 4.29(2H, 
d,J=5.9Hz), 4.51(2H,br.s), 5.10(2H,s), 6.63(lH,dd,' 
J=2.9,8.8Hz), 6.74(lH,d,J=8.8Hz), 6.91(lH,d,J=2.2H 
z), 7.38(2H,d,J=8.8Hz), 7.41 (lH,s), 7.79(lH,d, J=8. 
1Hz), 7.92(2H,d,J=8.1Hz), 7.98(lH,t, J=5.9Hz), 8.54 
(lH,d,J=3.7Hz), 8.60(lH,s), 9.65(lH,s). 
[024 1]»9 

N- (2-7$77x-;k) -4- [N- (b°Ui>>3 

■t))V-#~lVT^J*^)V] «.yX7$ H m-l : -ffc& 
«*f 109) 
rap. (amorphous). 

1H NMR (270MHz, DMS0-d6> <3-ppm: 4.50(2H,s), 4.56(2H, 
s), 4.87(2H,s), 5.21(2H,s), 6.60(lH,t, J=7.7Hz), 6. 
78(lH,d,J=7.3Hz), 6.97(lH,d,J=7.3Hz), 7.17(lH,d,J= 
7.3Hz), 7.20-7. 50(4H,m), 7.60-8.00(4H,m), 8.40-8.6 
0(4H,m), 9.65(lH,s). 

IR(KBr)cra-l: 3268,1700,1504,1246,1120,940,714. 



[0242] mm&o 

N- (2-7$.J7x.~)P) -4- [N- [3- (f'J 

ity-3-Aiv) rnhvp] — n— (fU^y-3— -f 

120) 

mp. (amorphous). 

1H NMR (270MHz, DMS0-d6) Sppm: 1.75-1. 90 (2H,m) , 2.4 
8-2.62(2H,m), 3. 20-3. 36 (2H, 111) , 4.55(2H,s), 4.89(2 
H,s), 5.16(2H,s), 6.57-6.63(lH,m), 6. 76-6. 80(1H, 
ra), 6.94-6. 99(lH,m), 7.14-7.17(lH,m), 7.32-7.74(6 
H,m), 7.94(2H,d,J=8.1Hz), 8.30-8.65(4H,m), 9.64(1 

H. s). 

[0243] MMM8 1 

N- (2-hFn^fy7iZ/H -4- [N- (\fV ! J 
y-3-4)V) *f-)U-N- (tf'J>->-3— i)V) X 
b^^JUt'-!U7^^^^] KyXTS- K (H- 
1 :-ft^ft#-tl 15) 
mp. (amorphous). 

1H NMR (270MHz, DMS0-d6) : 4.52(2H,s), 4.57(2H,s), 
5.20(2H,s), 6.84(lH,t,J=6.6Hz), 6.93(lH,d, J=6.6H 
z), 7.03(lH,d,J=7.3Hz), 7.37(4H,m), 7.68(2H,dd, J= 

I. 5,8.1Hz), 7.92(2H,br.s), 8.53(4H,m), 9.49(lH,s), 
9.77(lH,br.s). 

IR (KBr) cm-1 : 3035, 1698 , 1243 , 1 118 , 754, 640. 
[0244] mHffl8 2 

N- (2-hKo^f>'7x-^) -4- [N- {WJ 

y-3-A/u) *h*y%;u#~)]s7$yxi-}i>] Ky 
xrsK m-i 1 n 

mp.l62-164°C. 

1H NMR(270MHz, DMS0-d6) : 4.29(lH,d, J=5.9Hz) , 5.10 
(2H,s), 6.83(lH,t,J=8.1Hz), 6.92(lH,d,J=6.6Hz), 7. 
07(lH,t,J=6.6Hz), 7.39(2H,d,J=8.8Hz), 7.43(lH,d,J= 
5.1Hz), 7.68(2H,d,J=8.1Hz), 7.80(lH,d,J=8.1Hz), 7. 
92(2H,d,J=8.1Hz), 7.99(lH.t,J=5.9Hz), 8.54(lH,d,J= 
4.4Hz), 8.60(lH,s), 9.49(lH,s). 9.76(lH,br.s). 
I R (KBr) cra-1 : 3333 , 3259 , 1694 , 1645 , 1529 , 1267 , 720. 

[0 24 5] mm8 3 

N- (2, 4-^tHDdf^7*^/P) -4- [N — 

( t° y - 3 - A iv ) x h ^ >-%ju#~ ivr 5 ;x f- 
;ui Kyxrs k m- 1 : {tamvi l 6 ) 

mp. (amorphous) 

1H NMR(270MHz,DMS0-d6) : 4.27(2H,d, J=6.6Hz) , 5.10 
(2H,s), 6.20(2H,dd,J=2.2,8.1Hz), 6.39(2H,d, J=2.9H 
z), 6.88(2H,d,J=8.8Hz), 7.33(lH,d, J=8.1Hz) , 7.41(1 
H,dd,J=5. 1,7.1Hz), 7.89(lH,d,J=8.8Hz), 7.98(lH,t,J 
=6.6Hz), 8.05(2H,s), 8.52(lH,m), 8.59(lH,s), 9.30 
GH.br.s). 

IR(KBr)cm-l: 3387,1702,1612,1311,1169,845. 

[0 24 6] mm\8 4 

N- (2-hHadf^-5-^f-^7x^) -4- 
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[N- i)V) XY^yfiJl-tf-frTS. 

KyXTSY (*- 1 : 1 18) 

rap. 155-155.5°C. 

1H NMR (270MHz, DHS0-d6) : 2.22(3H,s), 4.29(2H,d,J= 
5.8Hz>, 5.11(2H,s), 6.82(2H,m), 7.39(2H,d, J=8.8H 
z), 7.42(2H,m), 7.51(lH,s), 7.79(lH,d,J=8.1Hz),7.9 
2(lH,d,J=8.1Hz), 7.98(lH,t,J=5.9Hz), 8.54(lH,d,J= 
4 . 4Hz) , 8. 60 (1H , s) , 9 . 48 (2H , d , J=8. 1Hz) . 
IR(KBr)cra-l: 3306, 1723, 1655, 1525, 801,639. 
[0247] WSM8 5 

N- (2-th'n^- 5- XY*i/y -4- 
[N- (h"Ui»-3— -010 ^b^-zAM-Zl/rS 
-<yXTS F (H- 1 : ft-^W-f 1 1 9 ) 
rap. 175-176°C. 

1H NMR (270MHz, DMS0-d6) : 3.69(3H,s), 4.29(2H,d,J= 
5.9Hz), 5.10(2H,s), 6.63(lH,dd, J=2.9,8.7Hz) , 6.84 
(lH,d,J=8.8Hz), 7.41(4H,m), 7.79(lH,d, J=8.1Hz) , 7. 
91(lH,d,J=8.1Hz), 7.99(lH,t,J=5.9Hz), 8.54(lH,d,J= 
5.1Hz), 8.60(lH,s), 9.31(lH,s), 9.45(lH,s). 
I R (KBr)cm-l : 3305, 1687 , 1573 , 1262 , 1039 , 868 . 
[0 248IMSM8 6 

N- (2-7$J7x~)\s) -4- [N— [2- (t?U 

ify-3-' iiv) x.y^isj})Vi$~iV} r$y] Kyx 

TSH («-l :fc#flj#9124) 
rap. (amorphous) . 

1H NMR (270MHz, DMS0-d6) Sppm: 3.00(2H,t,J=6.6H), 
4.37(2H,t,J=6.6Hz), 4.87(2H,br.s), 6.60(lH,t, J=7.3 
Hz), 6.97(lH,t,J=7.3Hz), 7.15(lH,d, J=7.3Hz),7.36(l 
H,dd,J=4.4,8.1Hz), 7.56(2H,d,J=8.8Hz), 7.92(2H,d,J 
=8.8Hz), 8.46(lH,d,J=4.4Hz), 8.54(lH,d,J=2.2Hz), 
9.95(lH,s). 

IR(KBr)cra-l :3285, 1695, 1519, 1315, 1233, 1079. 

[0249] mmma i 

N- ( 2-T5y7x-;W) -5 - [ (f'J^>-3- 
A)V) Xh^^^-JUl T^/Kyv'7yy-2- 
#/M<df^7$ Y (S-3 : ft£i)##2 ) 
rap.l73-174 0 C. 

1H NMR (270MHz, DMS0-d6) Sppm: 5.22(2H,s), 6.60(1H, 
dd,J=8.1,8.1Hz), 6.79(lH,dd,J=1.5,8.1Hz),7.00(lH,d 
d,J=8.1,8.1Hz),7.20(lH,dd,J=1.5,8.1Hz),7.44(lH,Di), 
7.48(lH,dd,J=1.5,8.8Hz), 7.61(lH,d, J=8.8Hz) , 7.67 
(lH,s), 7.88(lH,dd,J=1.5,8.1Hz), 7.96(lH,d, J=1.5H 
z), 8.56(lH,dd,J=1.5,4.8Hz), 8.68(lH,d,J=1.5Hz),9. 
83(lH,s), 9.91(lH,s). 

I R (KBr) cm-1 : 3308 , 1707 , 1667 , 1584 , 1536 , 1452 , 1316 , 124 
8, 1157, 1128, 1070, 955, 879, 795, 748, 710. 
[0250] ^»J88 

N- {2-7$J7x.->V) -4- [N- (h'ViSy- 
3-4 IV) Xb*i/^%}l>tf-)l'7$.JXf-ll>] Ky 
X7S H («- 1 : ft£ft##8 6 ) <7)<&j& 



(88-1) 3-t°Ui/>^^y-;l^20mg (0. 
18mmo 1 ) J5ml«THF(;I«fL, N, 
N ' -i-%tilV$~)WJ4 5 VY-1V3 0 m g ( 0 . 1 

6mmo i ) ■kmsx-mitz. mmmzuzik. mm 

lCOXW. ( 1-4) SD-ffclt*5 0mg (0. 14mmo 
1 ) *jDifc. 

[0251] ^tMfcSWKL ?nn*;U 100m 

i stjdx., 7K2 om i x'3mmLtz, ~}\vzm&& 

«ff§*f*^y^^;^5A^p-7h^57^- (?n 
Dtf/PA : ^y-;U=3 0 : 1 ) -fllKKU N — [2 
- (N-tert-^^ioM^-/!/) 7S/7x- 

;P] -4- [n— f/U) ^ h^f-jt 

#/l^/l-7 5 / ^ f-;P] ALyXT 5 Y 7 0 m g ( 1R$ 
8 8%) ^T^7rXi:LTf#^ 0 
1H NMR(270MHz, DMS0-d6) <? PP m: 1.45(9H,s), 4.73(2H, 
d.J=5.9Hz), 5.52(2H,s), 6.73-7.33(3H,m) , 7.35-7.43 
(2H,m), 7.58-7.95(5H,m), 8. 14-8.65(3H,m) , 9.80(1H, 
s), 9.91(lH,br.t). 

[0252] (88-2) JM (88-1) (Oit^Hn 
50mg(0. lOmmo 1 ) /~!l,3m\ m 

mlk. 4®%.m- ; j**ir>®M3mi mi, m 
&ti. summit:, mmikrhvvjjcmtz 

hmsM^^Ltdk, ^nn^AlOm 1 X'3Wfo 

muz. mtom*T2®m&. mmv?*w 

AT'WiU «LT34mg ()R$87%) <DN- 
(2-7Sy7xZ^) -4- [N— (h'V ! Jy-3- 
4 >V) X Y* s stt% ){>■#- )V7$./*+)V] KyXT 

mp. 154-156°C(dec.). 

1H NMR(270MHz, DMS0-d6) $ ppm: 4.73(2H,d, J=5.9Hz), 

4.88(2H,s), 5.52(2H,s), 6.60(lH,t, J=7.3Hz) , 6.77(1 

H,d,J=8.1Hz), 6.96(lH,t,J=8.1Hz), 7.16(lH,d, J=7.3H 

z), 7.29-7.41(3H,m), 7.83-7.95(3H,m), 8.50-8.56(1 

H,m), 8.65(lH,s),9.62(lH,s), 9.93(lH,s). 

IR (KBr) cm-1 : 3204, 3035, 1631 , 1523, 1456, 1289, 1191 , 92 

0,753. 

C02 53]H*?IJ89 

N- (2-T$y7x^) -4- [N' - (h°Ui>y 
-3->f/Wf;H *7\,4 YX^lV] K.yX7$ Y ($ 

-i :it^mm^88) <D$m 

(89-1) 28g (2. 6 

mmo 1 ) OTHF (10ml) BWttZM&TN , N' 
-#/M?-/ki^ S yy-)VO . 4 2 g ( 2 . 4 mm o 

i ) zmz., lmmuz. zmmzm&x'mM 

i oxm ( 1 - 4 ) tll^^b^O . 5 8 g ( 1 . 

8 mmo i ) itm^ 3smimuz^ -mwmi 

[0254] **Jni«RLfc«, Bffigxf-^TttffiL 
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©x^-^^y-;k=l 0 : 1 ) T'MfSLT. N- 
[2- (N-tert-yf^fy*;^) 75 /] 

7x -;l,-4- [n' - (hryyy-3-' f/Wf;H 
*7W K^f-^] ^yXTS HO. 77g(JK$9 0 
%) fcafeTt/^rXttfflftfcLTfcfc. 
1H NMR(270MHz, CDC13) c^ppm: 1.46(9H,s), 4.20(2H,d, 
J=5.1Hz), 4.28(2H,d,J=4.3Hz), 6.10-6.30(2H,m) , 7.0 
0-7.25(4H,i), 7.33(lH,d,J=7.3Hz), 7.49-7.54(2H,m), 

7.58-7.64(3H,i), 7.75(lH,s), 8.28(lH,br.s) , 8.39 
(lH,d,J=5.1Hz), 9.65(lH,br.s). 

[02 55] (89-2) IS (89-1 ) Tlifc-ffc 
£tlO. 63g(l. 32mmol) cOv^Hfy (4 
m 1 ) -xfy-fr ( 2m I ) ^=4^^-^ 
^f-y (4ml ) ^2B#P B Tt"jiffL?t. g&W 

ifcfcif), N— (2-75^7*^/1/) -4- [N' 
- (fU^>-3--f;M^) ?W YX-f-)V~\ <y 
X75F0. 37g (JR¥7 4. 7%) ^ISMOffci: L 

[0 2 5 6] rap. (amorphous).' 
1H NMR (270MHz, DMS0-d6) tfppm : 4.27(2H,d, J=5.9Hz), 

4.31(2H,d,J=5.9Hz) l 4.89(2H,br.s), 6.57-6.63(3H, 
in), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd,J=7.3,8.1Hz), 
7.17(lH,d,J=7.3Hz), 7.32-7.38(3H,m), 7.66(lH,d,J= 
8.1Hz), 7.93(2H,d,J=8.1Hz), 8.44(lH,d,J=5.1Hz), 8. 
49(lH,d,J=2.1Hz), 9.63(lH,br.s). 
IR(KBr)cra-l: 3344,3241, 1645, 1560, 1527, 1505, 1283,75 
1,708. 

[0257] mmm8 9 1 n®<7>imz i *) , msm9 

0fr&§^ffl9 5Ott£%££j£L*:. lilTfc, 
«0»Ju£ (rap. ) , 1H NMR, IR^HJgffiSrSrf,, 
[0 2 58JHIPJ9 0 

N- (2-75771^) -4- [N ' - (3-75 
^7x-/H >>W F*?-/l/] ^.yXTi F (^- 1 : 

ft#Ha##24) 

up. 206-208°C(dec). 

1H NMR(270MHz, DMS0-d6) £ppm: 4.35(2H,d, J=5.9Hz) , 
4.93(4H,br.s), 6.13(lH,d, J=7.3Hz) , 6.51-6.62(3H, 
in), 6.74-6.98(3H,ra), 7. 12-7. 18(lH,m) , 7.41(2H,d,J= 
8.1Hz), 7.94(2H,d,J=8.1Hz), 8.28(lH,s), 9.61(1H, 
s). 

IR(KBr)cm-l:3356, 3269,1640, 1555, 1495,1458,1308, 123 
6,753. 

[02 5 9] »91 

N— -4- [N ' - (tys-'y 

-3-A)V) ^VAY-t^VIK.yXT^Y (Si- 1 : 
-ft£*##8 7 ) 



mp. 187-190°C. 

1H NMR(270MHz, DMS0-d6) S PP m: 4.39(2H,d, J=5.9Hz), 
4.89(2H,br.s), 6.59(lH,d,J=7.3,7.3Hz), 6.77(lH,d,J 
=6.6Hz), 6.88(lH,t,J=5.9Hz), 6.97(lH,ddd,J=1.5,6. 
6,7.3Hz), 7.16(lH,d,J=8.1Hz), 7.26(lH,dd, J=4.4,8. 1 
Hz), 7.42(2H,d,J=8.8Hz), 7.95(2H,d,J=8.1Hz), 7.89- 
7.96(lH,m) , 8.12(lH,dd,J=1.5,4.4Hz), 8.56(lH,d,J= 
3.0Hz), 8.85(lH,s), 9.62(lH,s). 
IR (KBr) cni-1 : 3248 , 1663 , 1 541 , 1423 , 1280 , 1054 . 
[0 26 0] HMM9 2 

N- (2-7$;7x-;l/) -4- [N' - (3-75 

j-^vA Yxj-)V] oxt 5 H m- 

1 :-ft^W-f 2 5) 
mp. 123°C(dec). 

1H NMR(270MHz, DMS0-d6) Sppm: 4.80(2H,d,J=5.1Hz), 

4.87(2H,s), 5.12(2H,s), 6.36(lH,dd, J=1.5,8.1Hz) , 

6.48-6.63(3H,m), 6.78(lH,d, J=6.6Hz) , 6. 94-7. 00(2H, 

m), 7.17(lH,d,J=8.1Hz), 7.42(2H,d, J=8.1Hz) , 7.92- 

8.01(3H,ra), 9.46(lH,s), 9.61(lH,s). 

IR (KBr) cra-1 : 3335 , 1616 , 1 528 , 1503 , 1456 , 1311 , 864 , 75 

1. 

[0 26 1] J»J9 3 

N- (2-75/7x-/K -4- [N' - (3-~h 
n7xz;H ^*?VA KyXTS. K (Sl- 

1 :-ffc#ft#^2 0) 
mp. 160°C(dec). 

1H NMR(270MHz, DMS0-d6) S P pm: 4.87(2H,d,J=5.1Hz), 
7.27-7.33(3H,m), 7.46-7.63(5H,m) , 7. 89-7. 95 (2H, in) , 

8.05(2H,d,J=8.1Hz), 8.70(lH,s), 8.84(lH,t, J=8.9H 
z), 10.37(lH,s). 

[026 2] H«j^94 

N- (2-7S/-5-7on7x-/K -4- [N' 
- (h°Ui»-3-^^) *^)V*7VA Mf7U] Ky 

X75K -.itiam^ 1 12) 

mp. (amorphous). 

lH-NMR(270MHz, DMS0-d6) : 4.77(4H,d,J=5.1Hz), 4.85 
(2H,s), 6.81 (2H,m), 7.16(lH,dd,J=2.9,10.3Hz) , 7.39 
(lH,dd,J=5.1,8.1Hz), 7.53(2H,d,J=8.1Hz), 7.81 (1H, 
d,J=8.1Hz). 7.93(2H,d,J=8.1Hz), 8.51(lH,dd,J=1.5, 
5.1Hz), 8.62(lH,d,J=1.5Hz), 9.66(lH,s). 
IR (KBr) cm-1 : 3399 , 1730 , 1638 , 1508, 1444 , 1411 . 
[0263]H«flj9 5 

N- (2-fcKnJfv-7xX/I/) -4- [N ' - (t°U 
^'y-3-W jt+JWM Y*+)V] ^yx75 H 
(*-l 14) 
mp. (amorphous). 

1H-NMR (270MHz, DMS0-d6) : 4.43(2H,d,J=6.6Hz), 4.69 
(2H,s), 6.83(lH,t,J=6.6Hz), 6.91(lH,d,J=8.1Hz), 7. 
68(lH,d,J=6.6Hz), 7.82(2H,d,J=8.1Hz), 8.21(lH,d,J= 
4.4Hz), 8.35(lH.d,J=2.2Hz), 8.81(lH,t,J=6.6Hz), 9. 
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48(lH,s), 9.75(lH,s). 

IR(KBr)cm-l: 3399, 1664, 1535, 1236, 1064. 

[02 64] mtm\9 6 

N- (2-7S77xX/|,) -4- [2- [N— (tU 
! Jy-3— 7-fef-;P7S/] X^-;H ^yXTS 
H («-l : ft#*»7 7 ) 
(96-1) r^7^T^rth'®3. 40 g (2 
2 . 6 mm o 1 ) CO h/HV (25ml) I«tf^ 
-/P?n5M F (4ml ) fcJmU 80°CT'2^W!: 

(50ml ) fcJMHU K?n5>f HtlWLfc. MS 
MIOIS ( 1-2) COi^m. 16g (20. 0m 
mo 1 ) OTHF ( 1 0ml ) ^fSfchUx^TSV 

(6m 1 , 4 2. 8mmo 1 ) &jpi. s S^.tC3fet=W 

[0 2 6 5] 5XmHMftt, f!ffiia»*S:jDis IMftx 

?'57 -f- (^nn*/l/A->?DD!);;W : If^xfvP 
= 10 : l)tfl«U N- [2- (N-tert-7 
r-^^tfx^) T577xx;H -4-rt^S/K 

yxrsH3. 42g ()K$5o. 2%) ^wm&m 
t ixm. 

1H NMR (270MHz, CDC13) <?ppm: 1.52(9H,s), 6.77(lH,b 
r.s), 7.16-7.18(2H,m),7.23-7.26(lH,m), 7.88(lH,d,J 
■8.8Hz), 7.98(2H,d,J=8.8Hz), 8.13(2H,d,J=8.8Hz), 
9.57(lH,br.s), 10. 11 (lH.br. s). 
IR(KBr)cnrt: 3326, 3251, 1707, 1696, 1659, 1603, 1165. 
[0266] (96-2) IH(9 6-l>T*&h. 
fc-fc£»3. Og (8. 82mmo 1 ) &*VXh*is 
*/M=Jl>Xf'Arhyyx=Wtoxy4 y4. 5s (1 
2. 9mmo 1 ) <DY)Vxy (lOml) 

mj8o°cx\ 5. smsmtti. mm, wmx 

lVij y JU? DV h ^5 7 -f - ( ? n ntf/W* : Hif 
/1^=20 : 1) T*MU x^;U 4-[N-[2- 

(N-tert-7hdfi^/WKx/H 7S/7x^ 
^] 7$7#/t^x/U] ^y-*\X-h3. 3g (JR$9 

1.1%) £^-67^7 r T^mWb LT#Jt. 
1H NMR(270MHz, CDC13) tfppm: 1.35(3H,t, J=7.3Hz), 1. 
52(9H,s), 4.28(2H,q,J=7.3Hz), 6.52(lH,d,J=15.1Hz), 

6.80(lH,br.s), 7. 16-7. 25 (3H, ra) , 7.61(2H,d, J=8.1H 
z), 7.71(lH,d,J=15.1Hz), 7.82(lH,d,7.3Hz), 7.98(2 
H,d,J=8.1Hz), 9.34(lH,br.s). 

[0267] (96-3) IS (96-2) 
fc-ffrS*2. 50g(6. 09mmol) OTHF (3 
0ml ) -*?7-/M40ml ) SfJKtaBRStSTF 1 
0%Pd/C (-fr*. 0. 5g) £an*fc», 

T3 04HBMJtLft. a«a*t/tf^ j«£fm 



ON- [2 - (N-tert-yh^/^_/H 7 
S77xX;H -4- (2-x^j^;Mfx/l<x?- 
/P)^X7SK2. 23 g (JK*8 8. 8%) £afe 
H*f: LTttfc. 

1H NMR(270MHz, CDC13) Sppm: 1.25(3H,t, J=7.3Hz) , 1. 
52(9H,s), 2.65(2H,t,J=7.3Hz), 3.02(2H,t, J=7.3Hz), 
4.13(2H,q,J=7.3Hz), 6.77(lH,br.s) , 7. 16-7. 33 (5H, 
m), 7.78(lH,d,J=8.1Hz), 7.89(2H,d, J=8.8Hz) , 9.06(1 
H.br.s). 

[0268] (96-4) Xm (96-3) T*Ml 
•fctt&&2. 21 g (5. 36mmo 1 ) CDX?/-)l> 

( i om i ) -7j< ( 1 5m i ) mmmz*wnv)i'VJ> 

IrtWfijO. 37g (8. 8 2mmo l ) £Jn;t, 4 0 

-cxsmmL-tz. mmi o%mmmmi, 
wmtwcmi,*:. mmztm&mx'm®, 
mm. mmmixmntmmzM yroe^x 
-r^tani. mitimmpm. mt&zbizz 

0. N- [2- (N-tert-7hdf^;^x^) 
7$/7xX/k] -4- (2-*7W«f$/x*;l0 <y 
XTSK1. 87g()K$90. 8%) £B&II*i:l 

1H NMR(270MHz, DMS0-d6) <?ppm: 1.45(9H,s), 2.59(2H, 
t,J=7.3Hz), 2.91(2H,t,J=7.3Hz), 7.13-7.20(2H,m), ' 
7. 40 (2H , d , J=8. 1Hz) , 7. 54 (2H , dd , J=7. 3, 2. 1Hz) , 7 . 88 (2 
H,d,J=8.1Hz), 8.66(lH,br.s), 9.79(lH,br.s). 
[0269] (96-5) IS (96-4) 
frfc&mo . 1 2 g ( 0. 3mmo 1 ) COKyVy ( 5 
ml ) mm-MzhVxi-/l>7$yO. 1ml (0. 7m 
mo 1 ) tJJl*El/4f*5-S'-7*4A0. 3g£flD 

fiS^flirfO. 5f«Lt. £S>*«te5>7x 
x/M^y^r^FO. 15ml (0. 7mmol) 

&jn*. 2msMsmin. mm. ^yvivnva 

-)VQ. 4ml (3. 8mmo 1 ) ZMi. §£>fc2. 

m-m&ximit:. 

[0270] «WI»«lift, ***S*LT*fc*ufc 

: : 1 ) HHi*ft£l:teJ: 9, N 

- [2 - (N-tert-7>d^/Mf-^) TS7 
7xx;l^] -4- [2- (N-^y^'/M-dfS^/l/tfx 
/I/7S7) X^/t/] <yX7SK129mg (88%) 

1H NMR(270MHz, CDC13) tfppm: 1.51(9H,s), 2.89(2H,t, 
J=7.3Hz), 3.45-3.54(2H,m), 4.80(lH,ra), 5.10(2H,s), 

6.76(lH,br.s), 7.20-7.38(10H,m) , 7.79(lH,d, J=8.8H 
z), 7.89(2H,d,J=8.1Hz), 9.10(lH,br.s) . 

[0271 3 (96-6) IS (96-5) Titbit 
fcft£*129mg (0. 26mmo 1 ) <n*f J-fo 
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(iomi) mmitzm.mm.Ti o%p d/c 

0. 0 5g) &jDi. *SWian f 2KHIHffl ! l s Lfc. AWE 

uv*?y (5mi) mmucc i««at3-tu 

yy»»«SfflO. 18g(l. 04mmo 1 ) £flU 

Sfethyx^TSyO. 28g (2. Ommo 
1 ) fcJn*.T*»Ufc. *JfrT* 2-^no-l, 3- 
sW/W 5 *Y y -W^D7^ HO. 1 7 g ( 1 . 

ommo i ) *MZs 2mmwitz, mms^M 
item. ^on^A-caitflLfc. *awB*«s»ftffi* 

10:1) T«M1-|.ii:iCJ: l 9, N— [2- (N-t 
ert-7>Jfy*M^P) 7$-/7xX/l,] -4- 

[2- [n- {\zv~jy-3-4)V) r-fe^rs/] 

Xf-;k] A;yX7S H5 Omg (JRsjS4 0%) 

mat LT«fe. 

[ 0 2 7 2 ] 1H NMR(270MHz, CDC13) Sppb: 1.48(9H, 
s), 2.80(2H,t,J=6.6Hz), 3.42(2H,h),3.52(2H,s), 6.3 
3(lH,t-like,J=5.9Hz), 7.09(2H,d, J=8.1Hz) , 7.14-7.2 
0(2H,ra), 7.24(lH,dd,J=4.4,7.3Hz), 7.41(lH,dd, J=3. 
7,5.9Hz), 7.50(lH,s), 7.58(lH,dd,J=1.5,5.9Hz), 7.6 
9(lH,dd,J=3.7,5.9Hz), 7.75(2H,d,J=8.1Hz) , 8.22(1H, 
d,J=2.1Hz), 8.44(lH,dd,J=1.5,4.4Hz), 9.49(lH,br. 
s). 

[0273] (96-7) XU (96-6) *>ft£ft 
5 0mg(0. 1 Ommo 1 ) iO^dfify (2m 1 ) 

-y^y-^ (imi) WK(c49j@aoi-£;4-^-9->' 

(2m 1 ) Zinl, S&T2. 5^WfLit, f&tH 

Wkt&Z.tlZl*)^ N— (2-TS/7xX^) -4 

- [2 - [N- (ty^-3— f;W 

y] Xf-;H OXT$.Y22m% (JR^5 9%) £7 

[ 0 2 7 4 ] up. (amorphous) . 

1H NMR(270MHz, DMS0-d6) Sppm: 2.70-2.90(4H,m) , 3.4 
2(2H,s), 4.89(2H,br.s), 6.60(lH,dd, J=7.3,7.3Hz), 
6.78(lH,d,J=7.3Hz), 6. 97(lH,dd,J=7.3,7.3Hz), 7.16(1 
H,d,J=7.3Hz), 7.29-7.32(3H,m), 7.59(lH,d, J=8.1Hz), 

7.89(lH,d,J=8.1Hz), 8.22(lH,t-like), 8.41-8.43(2 
H,in), 9.62(lH,br.s). 

[0 2 7 5] H»J9 7 

N- (2-7577XXH,) -4- [2- [N- (3- 
7$y#;M?x;H xf-^] ^.yXTS h 

m-1 :flg***8 0) O^-fiic 

(97-1) *li^j96<OXS (96-4) TUfeft 
fc"ffrn*0. 58g(l. 5mmol)«y7DD^^ 
f(5ml)«M|fc, S-eaUA'TSyO. 22g 

(2. Ommo 1 ) &£VhVxshJU7$.>0. 5 6m 



1(4. Ommo 1 ) 2-?DP- 
1, 3-WfWS/yj-W?n5^ HO. 39 
g (2. Ommo 1 ) <Oy?nn^^ (5ml ) ffiW. 

mi. 1 . smsmuz. mmsftzmitzm. 

[0276] £8W£*, ISW1*T«JL 

(?Dn*W \*9J—t\,\ 
7j<=100 : 10 : 1) TflHttSifctCkO, N — 
[2 - (N-tert-yhdf^/l/^x/U) 7S/7 
-4- [2- [N- 757^ 
x^/H ^yX75 HO. 7 1 g (JR*9 4 
%) *!6fflfe}*Kfljfc LTWfc. 
1H NMR(270MHz, CDC13)Sppm: 1.45(9H,s), 2.42(2H,t, 
J=7.3Hz), 2.98(2H,t,J=7.3Hz), 4.32(2H,d,J=6.6Hz), 
6.44(lH,t,J=6.6Hz), 7.14-7.27(5H,m), 7.48-7.57(3H, 
m), 7.63-7.68(3H,m), 7.90(lH,d, J=2. 1Hz) , 8.43(lH,d 
d,J=1.4,4.4Hz),9.86(lH,br.s). 
[0277] (97-2) Xm (97-1 ) tftffr&ft 

0. 70g (1. 47mmo 1 ) Oi^if >- (5m 

1 ) mm^ffijmm-vttyy <5mD s^n*., 

HW^/-;K2ml) *JPiTSiB"C2B*ISBBfl s 

Hft&iFWs m^tiHtizX*). N— (2-7S/7 
x x;w) -4- [2- [N— (3-trayAO 7$y^ 
;^x;l^] xf-;P] /<.yX7S HO. 4 2 g (J#$7 
6.3%) MLfifiUflci: LTttfc. 
[0 2 78] rap. 168-170'C. 

1H NMR(270MHz, DMS0-d6) Sppm: 2.47-2.53(2H,m), 2.9 
3(2H,t,J=7.3Hz), 4.27(2H,d,J=5.9Hz), 4.90(2H,br. 
s), 6.60(lH,dd,J=7.3,7.3Hz), 6.78(lH,d, J=8.1Hz) , 
6.97(lH,dd,J=6.6,7.3Hz), 7.16(lH,d,J=6.6Hz), 7.28- 
7.35(lH,m), 7.33(2H,d,J=8.1Hz), 7.49(lH,dd,J=2.1, 
5.9Hz), 7.89(2H,d,J=8.1Hz), 8.39-8.44(3H,m) , 9.62 
(lH.br. s). 

IR (KBr) cra-1 : 3313 , 1641 , 1523 , 1457 , 1300, 748, 713 . 
[027 9] HHH9 8 

N- (2-7577x^) -4- [ (tUi»-3- 
-f/H *i-)V7$.JJ})\>#~)V***/Xf-)V'\ OXT 
S. H (»- 1 : K-&mm8 5 ) ffy&jO. 
(98-1) 4-hHndf^^;l//<yv'x 
-hi. 99g(12. Ommo 1 ) COTHF (20m 
1 ) liSCSSt'N, N' -HfVifsZ.jVi/A S^V— ;l/ 

1. 78g (11. Ommol) Sr/jD^.. 1 Bf»r I 
fc. dco^JffitS^T* 3 - £n y ;>7 S > 1 . 0 8 g 

(10. Ommol) 3. 5B«ffU:iL 
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[0280] GMMzmQ&mximm, mm. mm 

4- (BW8x^) T-»SLT, N— (4-/h*y# 
/l/jjfx/W ^y^'/M"^ j^/i^Kx/i/- 3 -h°3 y/i/r 

5y2. 76g(JR*9 1. 9%) *afe7»?*«H 

1H NMR(270MHz, CDC13) ^ppm: 3.91(3H,s). 4.40(2H,d, 
J=5.9Hz), 5.18(2H,s),5.50(lH,br.s), 7.24-7.28(lH, 
ra), 7.40(2H,d,J=8.1Hz), 7.65(lH,d,J=7.3Hz), 8.02(2 

H, d,J=8.8Hz), 8.50-8. 53(2H,m). 

[0281] (98-2) IS ( 9 8 - 1 ) cD-ffc-^ft 
2. 4 0g (8. Ommo 1 ) <nX?;~)V (10m 
1 ) -* (2 0m 1 ) «SBfflC rtUHfclWAl**! 
ttlO. 4 2g (10. Ommo 1 ) 

iHHf us. io %mmwt mt , Ktt ( p h 2~ 

4) fcUsfc, fffflLfcfflftSrK, «6ttt-*ii:tcJ: 

0. N- U-^M^vO Ky^m^ii)Vif,-)V 
-3-eaU;l/T5yi. 83g (J|X$79. 9%) * 
fiftSIftfc LTfcfc. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.24(2H,d,J=5.9Hz), 
5.13(2H,s), 7.33-7. 38(lH,m), 7.46(2H,d,J=8.1Hz), 
7.94(2H,d,J=8.1Hz), 7.95-8. 01(lH,m) , 8.46(lH,d,J= 
5.1Hz), 8.49(lH,d,J=1.5Hz), 13.0(lH,br.s) . 
[0282] (98-3) :EH(9 8-2)<&(fca* 

I. 26g(4.4mmol) WfuuXfy (20 
m 1 ) fflfflUztt-f ViVtUyA HI . 0ml (1 

1. 4ml ) Srtt*tZjH*., S^tCDMPHHMn^ 
S^iST" 1 0 ftffl , 8fet40X;T30 # L tz . 
tt^ft, «£®*U JgfcH/PxyT'jIifJ^df-fiJ 

(10ml) £Jn*jfc». 3&fcg$Sim<0I 
S(l-2)mteO0. 83 g (4. Omm 

o 1 ) Oj^nn^y (8ml) -t°yy*y (8m 

mi. -mmit:. 

[0283] ttWfit*<&jDiJta, 9 nn*/kkTlii 

bus. M*&g^*S7j<mm^, 
u mm itz . ^ u * 

(Ijflgx^) -cflfKtiiifcfcii? 
N- [2 - (N-tert-/K-/^-;H 75 
77xX;k] -4- [ (eUi/y-3— i)V) 
5 Ji))Vif-.-)V^^y^)V\ KyX7 SHI. 4 0 g 
(JK*7 3.4%) LTttfc. 
1H NMR (270MHz, CDCB) 5-ppm: l.5l(9H,s), 4.40(2H,d, 
J=5.9Hz), 5.l9(2H,s),5.56(lH,m), 7.07(lH,br.s) . 7. 
14-7.3l(4H,m), 7.43(2H,d, J=8.1Hz) , 7.65(lH,d, J=8.1 
Hz), 7.76(lH,d,J=7.3Hz), 7.95(2H,d, J=8.1Hz), 8.52 
(2H,d,J=4.1Hz),9.32(lH,br.s). 
[0284] (98-4) IS (98-3) Oft-^ft 



1. 00g(2. lOmmol) ffi^^-fy (10m 
1 ) -*9J-)V (2ml) {§MtSST"4SS«- 
=J**-*y (9ml) £Jll;tT2m«fb*:. ISW* 
W*tlnifcffc, mm^iv-^^ivx^ivrvy 
(1:1) TtttBU. ^«£g&fM*TiftmiL 
Sal. S«£«*U #^ft£Silfc7.?/-/k-y^ 

-f&.IfcfcJ: 1 ?. N- ( 2-75/7xX/l') -4- 

[ (eu^'y-3— 4 >v) xj-)VT$.;ii>v-#=.m* 

y^i~JU] KyXTS. H0 . 79 g (Jgftft) fcafeB 
WtlXWz. 
[ 0 2 8 5 ] up. 139-141X2 

1H NMR(270MHz, DMS0-d6) Sppm: 4.25(2H,d,J=5.9Hz), 
4.90(2H,s), 5.13(2H,s), 6.60(lH,dd, J=6.6,7.3Hz) , 
6.78(lH,d,J=7.3Hz), 6.97(lH,dd,J=6.6,7.3Hz),7.17(l 
H,d,J=7.3Hz), 7.36(lH,dd,J=4.4,8.1Hz), 7.47(2H,d,J 
=8.1Hz), 7.67(lH,d,J=8.1Hz), 7.97(2H,d, J=7.3Hz) , 
7.90-8.00(lH,m), 8.46(lH,dd,J=1.5,5.1Hz), 8.49(1H, 
d,J=2.1Hz), 9.65(lH,br.s). 
' IR(KBr)cm-l: 3326(br), 1694, 1637, 1526, 1458, 1147,75 
0,712. 

[0 286] mm\9 9 

N- (2-75/7x^/10 -4- [3- (4 S^V- 
)V- 1 -A IV) Tzit'/V-7i;ti>l>#-rl>%*y*j- 
/H <yXT$ H («- 1 : it^m2 1 5 ) 

n»j9 s mmmmzx d£j$u.\ 

mp. (amorphous) . 

1H NMR(270MHz, DMS0-d6) 5-ppm: 1.80-1. 89 (2H,m) , 2.9 
4-3.02(2H,m), 3.98(2H,t, J=7.3Hz) , 4.88(2H,s), 5.11 
(2H,s), 6.55-6.63(lH,m), 6.76-6.97(3H,m) , 7.10-7.1 
8(2H,m), 7.43-7.48(3H,m), 7.61(lH,s), 7.98(2H,d,J= 
8.1Hz), 9.66(lH,s). 
[0287] «U 00 

N- (2-75/7xX/i/) -4- {7x-)V7*^l\> 
75/) KyXT* H (*- 1 : fk^W^2 ) ff>&& 
(10 0-1) MUM 1 COIS ( 1 - 2 ) THafrft* 
#11 6. 6g(80mmol) Wy^DO^j'y ( 1 2 
Om 1 ) ^{CMJxf-^TSyi 6. 8ml (120 
mmo 1 ) itnl, §tt*}^Ts 4-Xhn^yy^ 
)V9uy4 HI 6. Og (86. 4mmo 1 ) <7)^o 
P/?y ( 4 0m 1 ) 8Rfrtfc4lc2n;t.fcft, 7B« 
JfLfc. IHWt*S:Jnifca. ?nntf/kATl*tBL 

[0288] ^mm* i a&&Eg*$ffi % ttsaw*, 
m&mx-muzik. m^mm. m 

titzMM* ¥4 V 7°n t°)Vx.-f!l-Ti&fti-& Zklzi. 

0, N- [2- (N-tert-7>dfy#/kfC-n,7> 
57) 7s-;H -4-=.hziKyX7$ H28. Og 

0R$9 8%) smwrnt ixm. 

1H NMR(270MHz, CDC13)^ PP m: 1.53(9H,s), 7.17-7.29 
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(4H.ni), 7.85(lH,br.d,J=7.3Hz), 8.17(2H,d,J=8.8Hz), 

8.32(2H,d,J=8.8Hz), 9.88(lH,br.s). 

[0289] (100-2) Ig(lOO-l) T» 
frfb&ll2 4. Og (67. 2mmo 1 ) CDTHF (8 
0ml)-^?y-;K80ml) S^SicSSR^ 
T10%Pd/c (#7K, 2. 4g) fcjn*., 

JR. N- [2- (N-tert- 

96g (IR*8 6%) Srfifiiafthl 

1H NMR (270MHz, DMS0-d6) Sppm: 1.46(9H.s), 5.84(2H, 
s), 6.61(2H,d,J=8.8Hz), 7.10-7.18(2H,m), 7.46-7.55 
(2H,m), 7.68(2H,d,J=8.8Hz), 8.67(lH,s), 9.49(1H, 
s). 

[0290] (100-3) IS (1 00-2) T1# 
fcflAftl. 6g (4. 88mmo 1 ) OUHfcXtf-l/* 
WS. (15ml) fc, h°U>>>0. 8m 1 (9. 9mm 
ol). 7iZmWD5-f HO. 9 6ml 

( 7 . 2 6 mm o 1 ) £ Mt 1 BUM Lfc. S^ftT 
tt. *fejDis ffffil£fS B B B £rKU N- [2- (N 
-te r t-7>df^;^-^7Sy ) 7l z;p] - 
4- (7x-mf/|/7S/KyX7SKl. 66 
g 0R$7 6%) fcftfc. 

[0291] (100-4) Xm (1 00-3) 
Jt-ffc; 1 g ( 2 . 24mmo 1 ) W-teh— 
« ( 2 5 m 1 ) fcSaiTH- H h VX+frSs? V 0 . 8 
8ml (6. 18mmo 1 ) £jD*.3ll#|tfflB¥U:. R 

&BiSftLT, N- (2-7Sy7x^) -4- (7 
i-;P7-te^TSy) ^yX7S HO. 29g(JR* 
3 8%) S&efettflfcLTftJfc. 
[ 0 2 9 2 ] mp. 232-237"C. 

1H NMR (270MHz, DMS0-d6) Sppm: 3.69(2H,s), 4.90(2H, 
s), 6.60(lH,t,J=7.3Hz), 6.77(lH,d,J=7.3Hz), 6.96(1 
H,t,J=7.3Hz), 7.15(lH,d,J=7.4Hz), 7.22-7.35(5H,m), 
7.72(2H,d,J=8.8Hz), 7.95(2H,d, J=8.8Hz), 9.57(1H, 
s), 10.43(lH,s)IR(KBr)cm-l: 2937,2764,1660,1598,15 
06,1459. 

[0293] mm loot mnft&tz* o s mm 
i o i frbgami 2smt^m^Ltz, «Tfc s 

fc^OHUiSC (mp.) , 1H NMR, HfcsoSfiefc&jjrf. 
[02 94]H»J10 1 

N- {2-7S77x-;H -4- [ (4-7x^7- 

?74;w) 757 ] oxts. y (*- 1 : ft***? 

4) 

mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) Sppm: 1.91(2H,hep,J=7.3H 



z), 2.37(2H,t,J=7.3Hz),2.64(2H,t,J=7.3Hz), 5.0(2H, 
br.s), 6.61(lH,t,7.0Hz), 6.79(lH,dd,J=1.5,8.1Hz), 
6.97(lH,t,J=7.0Hz), 7.10-7.40(6H,m) , 7.71(2H,d,J= 
8.8Hz), 7.94(2H,d,J=8.8Hz), 9.57(lH,s), 10.15(1H, 
s) . IR(KBr)cm-l ; 3344, 1687, 1603, 1542, 1460, 1315,103 
3,842,737. 

[0 29 51MM102 

N- (2-7$/7x^;M -4- [ (4-?nn7x 

-)VT**f-)V) 75 7] KyXT 5 K 1 : 

#^•15) 

mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) 8 ppm: 3. 72(2H,s) ,7.29-7.43 
(8H, m) , 7. 77(2H, d, J=8. 8Hz) , 8. 00 (2H, d, J=8. 8Hz) , 10. 29 
(lH.s) , 10. 52(lH,s) . IR(KBr)cm-l : 3300, 2868, 1664, 163 
8,1520. 

[0 29 6]^iiMl03 

N- (2-7S77x-/H -4- [ (2-~hn7x 
-)VT*.*h)V ) 7 5 7 ] <y XT 5 H ffigglg ( 
1 :<fb&ft#*19tf)igi&fi) 
mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) S PP m: 4.20(2H,s), 7.20-7.3 
0(3H,m), 7.40-7.45(lH,m), 7.60(2H,d), 7.71-7.77(3 
H,m), 8.02-8. 10 (4H.ni), 10.27(lH,br.s), 10.64(lH,b 
r.s). 

IR(KBr)cm-l: 3263, 1676, 1647, 1518, 1184,759. 
[029 7] HN0!1 04 

N- (2-7$/7x^) -4- [ (4-~hU7x 
-!V7±*)V) 75 7] KyXTS K <*- 1 : ftgft 
#^•2 1 ) 
mp. 222-226°C. 

1H NMR(270MHz, DMS0-d6) Sppra: 3.90(2H,s), 4.96(2H, 
br.s), 6.60(lH,dt,J=1.5,6.6Hz), 6.78(lH,dd,J=1.5, 
6.6Hz), 6.97(lH.dt,J=1.5,6.6Hz), 7.15(lH,dd.J=1.5, 
6.6Hz), 7.63(2H,d,J=8.8Hz), 7.71(2H,d,J=8.8Hz), 7. 
95(2H,d,J=8.8Hz),8.22(2H,d,J=8.8Hz), 9.59(lH,s), 1 
0.54(lH,s). 

IR(KBr)cra-l: 3395,3334, 1671, 1630, 1519, 1346. 
[0 298] jtttWl0 5 

N- (2-7577x^/1/) -4- [ (2-7S77x 
-)V7^)V) 75 7] OX75 H («- 1 : 
*-^2 2) 

m P . 177-182°C(dec.). 

1H NMR (270MHz, DMS0-d6) 5- ppm: 3.54(2H,s), 4.88(2H, 
br.s). 5.09(2H,br.s),6.55(lH,dd,J=6.6,7.3Hz), 6.59 
(lH,dd,J=7.3,7.3Hz), 6.68(lH,d,J=7.3Hz) , 6.78(1H, 
d,J=7.3Hz), 6.96(2H,dd,J=7.3,7.3Hz), 7.06(lH,d,J= 
6.6Hz), 7.15(lH.d,J=7.3Hz), 7.71(2H,d,J=8.8Hz), 7. 
95(2H,d,J=8.8Hz), 9. 57(lH,br.s) , 10.39(1H, br.s) . 
IR(KBr)cm-l: 3374,3256(br. ) , 1683, 1597, 1503, 1317, 12 
62,1180,1153,747. 
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[0299] mmmio6 

N— (2-TS/7x^) -4- [ (4-7S/7x 
~)V7^)V) 75/] ^yX7S K (£-1 : ftgft 
##2 6) 

rap. 219-226*C(dec.). 

1H NMR(270MHz, DMS0-d6) Sppm: 3.46(2H,s), 4.93(4H, 
br.s), 6.52(2H,d,J=8.1Hz), 6.59(lH,dt, J=1.5,7.3H 
z), 6.77(lH,dd,J=1.4,7.3Hz), 6.97(lH,dt, J=1.4,7.3H 
z), 6.99(2H,d,J=8.1Hz), 7.15(lH,dd,J=1.5,7.3Hz), 
7.70(2H,d,J=8.8Hz),7.93(2H,d,J=8.8Hz). 
IR(KBr)cm-l : 3278, 3032, 1675, 1628, 1516. 
[03 00]»W107 
N- (2-75/7x-;l/) -4- [ 
x.-)V7*i-)\<) 7S>] ^yX75 H : -fte 

l»3 2) 
mp. (amorphous). 

1H NMR (270MHz, DMS0-d6) Sppm : 3.62(2H,s), 3.74(3 
H,s), 6.90(2H,d,J=8.8Hz), 7.26(2H.d. J=8.8Hz), 7.30 
(3H,m), 7.39(lH,m), 7.77(2H,d, J=8.8Hz), 7.99(2H,d, 
J=8.8Hz), 10.26(lH,s), 10.44(lH,s). 
IR(KBr)cra-l: 3300, 2759, 1670, 1638, 1514, 1250.' 

[O3onnsii0i.il 08 

N- (2-7S77x^l<) -4- [ [4- (N, N- 
>W;l/7*$/) 7x-^7-fef-;H 75 7] «.yX7 
5F :^-^»#5 3) 

rap. 140°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 3.04(6H,s), 3.67(2H, 
s), 7.16(2H,d,J=8.1Hz), 7.29-7.40(6H,m), 7.76(2H, 
d,J=8.8Hz), 7.99(2H,d,J=8.8Hz), 10.29(lH,s), 10.47 
(lH.s). 

IR(KBr)cm-l : 3244, 2951, 2639, 1647, 1599, 1507. 
[03 0 2] SWI10 9 

N- (2-7$/7x-^) -4- [ (4-bU7;^ 
u^i~}Vy x .=.)V7^!V) 75 7] OXTiV ($k 
- 1 : te&m*4 3 ) 
mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) S PP m: 3.84(2H,s), 6.89(1H, 
t,J=7.4Hz), 7.00(lH,d,J=7.4Hz), 7.11(lH,t,J=7.4H 
z), 7.25(lH,d,J=7.4Hz), 7.57(2H,d,J=8.8Hz), 7.71(2 
H,d,J=8.8Hz), 7.73(2H,d,J=8.8Hz), 7.97(2H,d,J=8.8H 
z), 9.87(lH,s), 10.54(lH,s). 
IR(KBr)cm-l : 3260, 1664, 1605, 1521, 1327, 1119. 
[03 0 3] HWJ1 10 

N- (2-7S/7x^) -4- [ (t°l>^y-2- 
7-fef-;k757] <yX7$ F 2iMM& (*l~ 
1 :ft£t)##l 7 4c0«il) 
rap. (amorphous) . 

1H NMR(270MHz, DMS0-d6) 8ppm: 4.60(2H,s), 7.30-7.4 
6(3H,m), 7.56(lH,d,J=7.4Hz), 7.79(2H,d,J=8.8Hz), 
7.95(lH,t,J=6.6Hz), 8.01(lH,d, J=7.4Hz) , 8.11(2H,d, 



J=8.8Hz), 8.49(lH,t,J=7.4Hz), 8.87(lH,d,J=5.1Hz), 
10.46(lH,s). 

[0304] mm 1 1 

N- (2-7S/7x^) -4- [ (W)*J>-3- 
A)V) 7-fef-;P7S7 ] <yX7 5 K («- 

1 :it^m^6 8comm 

mp. 182-189°C(dec.). 

1H NMR(270MHz, DMS0-d6) $ ppid: 4. 12(2H,s) , 7.29-7.5 
9(4H,m), 7.80(2H,d,J=8.8Hz), 8.05(lH,m), 8.11(2H, 
d,J=8.8Hz), 8.57(lH,d,J=8.1Hz), 8.85(lH,d, J=5.2H 
z), 8.95(lH,s), 10.25(lH,s), 10.48(lH,s). 

[0305] mmi 1 2 

N- (2-75/7x-;l/) -4- [ [3- (fj^V 
-3-A)\>) 7XU-\JA1\S\ 7$ 7] <yX75 H (ft 
- 1 : tt&m%6 9 ) 
m P . 184-186°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 2.80(2H,t, J=7.3Hz), 
3.08(2H,t,J=7.3Hz), 6.87(lH,t, J=8.0Hz), 6.99(lH,d 
d,J=1.4,8.0Hz), 7.11(lH,dt,J=1.4,8.0Hz), 7.25(1H, 
d,J=8.0Hz), 7.70(2H,d,J=8.8Hz), 7.77(lH,dd,J=5.8, 
8.0Hz), 7.96(2H,d,J=8.8Hz), 8.22(lH,d,J=8.0Hz), 8. 
75(lH,d,J=1.4Hz), 9.83(lH,s), 10.25(lH,s). 

[0306] mmi 1 3 

N- (2-7S77x-;l/) -2-?nn-4- [3- 
{\£ViS>-3-<{n,) roAV-f/l/TS/] KyX7 
SH :^W-f 123) 

mp. (amorphous). 

1H NMR (270MHz, DMS0-d6) ppm : 2.70(2H,t,J=8.1Hz), 
2.96(2H,t,J=7.3Hz), 4.74(2H,br.s) , 6.60(lH,t,J=6. 
6Hz), 6.78(lH,d,J=6.6Hz), 6.95(lH,t,J=6.6Hz) , 7.19 
(lH,dd,J=1.5,7.3Hz), 7.29(lH,dd,J=5.1,7.3Hz), 7.66 
(2H, d, J=8. 8Hz) , 7. 92 (2H , d , J=8. 8Hz) , 8. 48 (1H , d , J=2. 2 
Hz), 9.37(lH,s), 10.00(lH,s). 
I R (KBr ) cm-1 : 3273 , 1675 , 1 519 , 1315 , 1181 , 852, 747 . 
[0307] S^ifeM 1 14 

N- (2-7$/7x^) -4- [ [N- (WiSy 

-3-A/U) /^-;>-N-MJ7;^n7-fef-;l/7S 

7] 7*^757] <yX7$ H (ft-1 : fc£ « 

#107) 

mp. 145^ (dec). 

1H NMR(270MHz, DMS0-d6) & ppm: 4.18 and 4.42(total 
2H,s), 4.73 and 4. 83 (total 2H,s), 4.87(2H,br.s), 
6.60(lH,dd,J=7.3,8.1Hz), 6.78(lH,d, J=8. 1Hz) , 6.96(1 
H,dd,J=7.3.7.3Hz), 7.16(lH,d, J=8.1Hz), 7.35-7.45(1 
H,m), 7.66(2H,d,J=5.9Hz), 7.70-7. 80(lH,ra), 7.90-8. 
00(2H,m), 8.51-8.55(lH,m), 8.58(lH,s), 9.60(lH,br. 
s), 10.36 and 10. 43 (total lH.br.s). 

[o3os] mmi 1 5 

N- (2-7S/7x-;l-) -4- [ [N- (h°U>-> 
-3~A)V) ,*f-/l/7*S/] 7*1~)U7$J]«.yX7 
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:ft£ft#*10 5) 
rap. 160"C(dec.). 

1H NMR (270MHz, DMS0-d6) Sppm: 3.30(2H,s), 3.79(2H, 
s), 4.88(2H,s), 6.60(lH,dd,J=7.3,7.3Hz), 6.78(1H, 
d,J=8.1Hz), 6.97(lH,dd,J=7.3,8.1Hz), 7.16(lH,d,J= 
8.1Hz), 7.74(2H,d,J=8.8Hz), 7.80(lH,d,J=7.3Hz), 7. 
95(2H,d,J=8.1Hz),8.46(lH,d,J=3.7Hz), 8.57(lH,s), 
9.57(lH,s), 10.08(lH,br.s). 

IR(KBr)cm-l : 3298, 1693, 1637, 1602, 1544, 1454, 1262,84 
8,762. 

C03 0 9]»M1 16 

N- {2-T$;?x->l>) -4- [N— (t°Ui»- 
3 — i)V) ^iV^-t^iVT^y] OX7S. ¥ 
(iSS-1 :fc^mi04) 
mp. (amorphous) . 

1H NMR (270MHz, DMS0-d6) Sppm: 4.43(2H,d,J=6.6Hz), 
4.90(2H,br.s), 6.60(lH,dd,J=6.6,7.3Hz), 6.78(lH,d, 
J=7.3Hz), 6.97(lH,ddd,J=1.5,6.6,7.3Hz), 7.16(lH,d, 
J=7.3Hz), 7.37(lH,dd,J=4.4, 8.1Hz), 7.73(lH,d, J=8.1 
Hz), 7.96 and 7.96(4H,AA'BB',J=9.4Hz), 8.47(lH,dd, 
J=1.5,5.1Hz), 8.56(lH,d,J=1.5Hz), 9.59(lH,s), 9.67 
(lH,t,J=6.6Hz), 10.92(lH,br.s). 
IR(KBr)cra-l: 3299, 1644, 1518, 1320, 1119,748. 
[03 10]«iWll7 
N- {2-T$.Jy±-)V) -A- [ [N- 
-3-AiV) .Xf-zP-N-^nf-y-Ol^y] r-fef- 
)U7$. 7 ] <yXT$ H m- 1 : tt&m-^l 0 6 ) 
nip. (amorphous) . 

1H NMR(270MHz, DMS0-d6) Sppm: 4.11(inajor 2H,s), 4. 
26(minor 2H,s), 4.75(major 2H,s), 4. 65 (mi nor 2H, 
s), 4.88(total 2H,br.s), 6.60(total lH,dd,J=7.3,8. 
1Hz), 6.78(total lH,d,J=7.3Hz) , 6.97(total lH,dd,J 
=7.3,8.1Hz), 7.15(total lH,d,J=8.1Hz), 7.41-7.95(t 
otal 8H,m), 8. 46-8. 52 (total lH,m), 8.63-8.70(total 
2H,m), 9.59(total IH.s), 10.22(raajor lH.br.s), 1 
0.37(minor lH.br.s). 

IR(KBr) cm-1 :3269, 1701 , 1637, 1603, 1534, 1506, 1312, 125 
4,752. 

[0311]»J118 

N- (2-7S7 7x~/L-) -4 - [ [4 - (h°y^y 
~3-4 IV) 75 7] KyXTSY (S- 

1 :ft^ftff7 0) 
mp. 165-167°C(dec). 

1H NMR (270MHz, DMS0-d6) <5-ppm: 1.88-1. 99 (2H,m) , 2.6 
8(2H,t,J=7.3Hz), 2.39(2H,t,J=7.3Hz), 6.78-6. 81 (1H, 
m), 6.94-6.99(lH,m), 7. 15-7. 18(lH,m) , 7.34-7.39(1 
H,m), 7.69-7.72(3H,m), 7.94(2h,d,J=8.8Hz), 8.43-8. 
48(2H,m). 

I R (KBr) cm-1: 3291, 1660, 1626, 1308, 1261, 1182, 1027,82 
5,747. 



[03 121MW1 19 

N- (2-7$77x^;t-) -4- [ [N— (h'V=Jy 

yf-^-N-yf-^TS/] r-fef-^rs 

7 ] ^yXTS F («- 1 : It^mmi 0 8 ) mp. 15 
4-155'C. 

1H NMR(270MHz, DMS0-d6) d ppm: 2.28(3H,s), 3.27(2H, 
s), 3.71(2H,s), 4.88(2H,br.s), 6.60(lH,dd, J=6.6,7. 
3Hz), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=7.3,8. 1Hz) , 
7.16(lH,d,J=8.1Hz), 7.38(lH,dd,J=2.9,8.1Hz), 7.77 
(2H,d,J=8.8Hz),7.75-7.85(lH,m), 7.95(2H,d, J=8.8H 
z), 8.47(lH.d,J=1.5Hz), 8.49(lH,s), 9.56(lH,s), 1 
0.02(lH,br.s). 

[03 1 3] mmi 2 0 

N- (2-7$77x^;W -4- [N— (fUi»- 
3— f/U) **^r-fe*;>7$7] ^yXTSK («- 
1 : fc£«J#f 6 5 ) 
mp. 175-179'C. 

1H NMR(270MHz, DMS0-d6) d PP w. 4.86(2H,s), 4.90(2H, 
br.s), 6.60(lH,d,J=7.3,7.3Hz), 6.78(lH,d, J=7.3Hz) , 

6.97(lH,dd,J=6.6,7.3Hz), 7.16(lH,d,J=8.1Hz), 7.34 
-7.47(2H,m), 7.76(2H,d, J=8.8Hz) , 7.98(2H,d,J=8.8H 
z), 8.22(lH,d,J=3.6Hz), 8.39(lH,d, J=2.9Hz), 9.60(1 
H.br.s), 10.40(lH,br.s). 
IR (KBr) cm-1 : 3321 , 1655 , 1530, 1276 , 1231 , 1068 , 757. 

[0 314]HM?!|121 

N- (2-7S77x^) -4- [4- (WJy- 
3-MV) -1, 4-^dfyyf-;l/7S7] KVXT 
5 H 1 : j|;«W»9 9 ) 
mp. 190-194°C. 

1H NMR(270MHz, DMS0-d6) dppw. 2.08(2H,t, J=6.4Hz), 
3.41(2H,t,J=6.4Hz), 4.86(2H,s), 6.59(lH,t,J=5.6H 
z), 6.78(lH,d,J=7.9Hz), 6.96(lH,t,J=7.4Hz), 7.15(1 
H.d,J=7Hz), 7.58(lH,dd,J=4.9,7.9Hz), 7.70(2H,d,J= 
8.9Hz), 7.94(2H,d,J=8.9Hz), 8.35(lH,d,J=7.9Hz), 8. 
81(lH,d,J=4Hz), 9.18(lH,s), 9.56(lH,s), 10.32(1H, 
s). 

IR(KBr) cm-1: 3317, 1691 , 1652, 1601 , 1522, 1312, 982, 84 
7,764,701. 

[0 3 1 5]HfflS0l]l 2 2 

N- (2-7S77x^) -4- [3- [N- (tfU 
i?y-3-4)V) 7S7] -1, 3-i?**VTV&l> 
7S7]^yX75K (H-l :^»#94) 
up. 196°C(dec.) 

1H NMR (270MHz, DMS0-d6) £ PP m: 3.57(2H,s), 4.87(2H, 
s), 6.57-6.62(lH,m), 6.76-6.79(lH,m), 6.94-6.99(1 
H,m), 7.14-7.17(lH,ra), 7.33-7.38(lH,m), 7.73(2H,d, 
J=8.8Hz), 7.97(2H,d,J=8.8Hz), 8.05-8.08(lH,m) , 8.2 
7-8.30(lH,m), 8.75-8.76(lH,m) , 9.59(lH,s), 10.44(1 
H,s), 10.47(lH,s). 

IR (KBr) cm-1: 3410, 3315, 1685, 1655, 1625, 1536, 1428, 13 
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62,1263,1201,744. 
[0316]»W123 

N— (2-75/7x^/1") -4- [N- (t°U>>>- 
3— "f/l") ^h^^r-fef-^TS/] -3-^f;K> 
X75H (£-1 :ft£«#10 2) 
rap. 178-181°C(dec). 

1H NMR(270MHz, DMS0-d6) Sppm: 2.28(3H,s), 4.22(2H, 
s), 4.71(2H,s), 4.89(2H,br.s), 6.60(lH.dd, J=7.3,7. 
3Hz), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd,J=7.3,8.1Hz), 
7.16(lH,d,J=7.3Hz), 7.43(lH,dd,J=4.4,8.1Hz), 7.71 
(lH,d,J=8.1Hz),7.79-7.89(3H,ni), 8.54(lH,dd, J=1.5, 
4.4Hz). 8.66(lH,d,J=1.5Hz), 9.36(lH,br.s) , 9.60(1 

H. br.s). 

I R (KBr ) cra-1 : 3394 , 3269 , 1683 , 1630 , 1593 , 1521 , 1460 , 113 

I, 750,716. 

[O3 17]|g]i0IJ124 

N- (2-7S77x^) -4- [N— (Wiy 
-3-A)V) / H^7-fe^"75/] <yXT$ H 

:fc-6*#*2 04) 
rap. 186-189°C. 

1H NMR(270MHz, DMS0-d6) ^ppm: 4.11(2H,s), 4.63(2H, 
s), 4.89(2H,br.s), 6.60(lH,dd, J=7.3,7.3Hz), 6.78(1 
H,d,J=8.1Hz), 6.97(lH,dd,J=7.3,7.3Hz), 7.12-7.19(2 
H,m), 7.53-7.57(2H,m), 7.78(2H,d,J=8.8Hz), 7.95(2 
H,d,J=8.8Hz), 9.58(lH,br.s), 10.04(lH,br.s) . 
IR(KBr)cm-l: 3341,3248, 1694, 1631, 1611, 1506, 1314, 11 
26. 

[03 18]g|»J125 

N- (2-TSV7x^) -4- [N-*?-/P-N- 

f^) ^H^^T-fef-zi/rs/] \y 

XT 5 H (ft- 1 : 10 3) 
rap. 180-183°C(dec). 

1H NMR(270MHz, DMS0-d6) Sppm: 3.24(3H,s), 4.08 (2H, 
br.s), 4.50(2H,s), 4.94(2H,br.s), 6.60(lH,dd, J=7. 
3,7.3Hz), 6.79(lH,d,J=8.1Hz), 6.98(lH,dd, J=7.3,8.1 
Hz), 8.03(lH,d,J=8.1Hz), 8.48-8.50(2H,m) , 9.72UH, 
br.s). 

IR(KBr)cra-l : 3395, 3283, 1683, 1639, 1604, 1506, 1459, 13 
07,1124. 

[03 19]H»J126 

N- (2-75/7x-/l"0 -4- [N— (tyyy- 
2 — itU) /h ^7*^75/] ^yX75H (ft 
-1 :<t^mi7 6) 

mp.m-m'c. 

1H NMR (270MHz, DMS0-d6) Sppm: 4.26(2H,s), 4.74(2H, 
s), 4.89(2H,br.s), 6.60(lH,dd, J=6.6,8.1Hz), 6.78(1 
H,d,J=7.3Hz), 6.97(lH,ddd,J=1.5,7.3,8.1Hz),7.16(l 
H,d,J=7.3Hz), 7.35(lH,dd,J=5.1,6.6Hz), 7.80(2H,d,J 
=8.1Hz), 7.80-7. 89(lH,m), 7.97(2H,d,J=8.1Hz), 8.59 
(lH,d,J=4.4Hz), 9.59(lH,br.s), 10.30(lH,br.s) . 



1R (KBr) cm-1 : 3391 , 3258 , 1678 , 1629 , 1593 , 1517 , 1128, 76 
7,742. 

[032 0]*«J127 

N- (2-7$/7x^) -4- [N— (N-~r?f- 
/-f/l/7*5/) 7-bf-/U75/] 0-X75 H (ft- 
1 :it^m9 7) 
mp. 218-220°C(dec.). 

1H NMR(270MHz, DMS0-d6) S ppra: 4.13(2H,d, J=5.9Hz), 
4.89(2H,s), 6.59(lH,dd,J=7.3,7.3Hz), 6.77(lH,d,J= 
8.1Hz), 6.96(lH,dd,J=7.3,8.1Hz), 7.15(lH,d,J=7.3H 
z), 7.55(lH,dd,J=5.1, 8.1Hz), 7.73(2H,d, J=8.8Hz) , 
7.96(2H,d,J=8.8Hz),8.25(lH,d,J=8.1Hz), 8.74(lH,d,J 
=5.1Hz), 9.07(lH,d,J=1.5Hz), 9. 13(1H, t-I ike, J=5.9H 
z), 9.58(lH,s), 10.36(lH,s). 

[0321] mmi 2 8 

N- (2-75/7x-^) -5- [3- (b°Ui»- 

rne^-yrs H] <yV77y-2-^/p 

*^>75 H (ft- 3 : -fk-^fljWl ) 
up. 267-272-C. 

1H NMR(270MHz, DMS0-d6) S ppra: 2.51(2H,t, J=7.3Hz), 
2.97(2H,t,J=7.3Hz), 6.61(lH,dd,J=8.1,8.8Hz), 6.80 
(1H, dd, J=l . 5 , 8 . 1Hz) , 6 . 99 (1H, dd , J=8 . 1 , 8 . 8Hz) , 7. 20 
(lH,dd,J=1.5,8.1Hz), 7.32(lH,dd, J=5.2,8.1Hz), 7.49 
(1H, dd, J=l . 5, 8. 8Hz) , 7. 61 (1H, d , J=8. 8Hz) , 7. 67 (1H , 
s), 7.70(lH,m), 8.15(lH,d,J=1.5Hz), 8.40(lH,dd, J= 
1.5,5.2Hz), 8.51(lH,d,J=1.5Hz), 9.84(lH,s), 10.1(1 
H,s). 

IR (KBr) cm-1: 3333,3272, 1666, 1583, 1561, 1458, 1314, 12 
47,1143,807,746,713. 

[0322] mtmn 29 

N- (2-75/7x^/1") -4- [N- [2- (b°U 
*J>-3-4)V) tti/7°u)£*-!V] 75/] KyX 
75 H (ft-4 : {t$m%2 ) <D£j£ 
(129-1) m&M4 7<DXm (47-2) Tlffe 
tt£%0. 34 g (1. 2mmo 1 ) . mumoOff) 
18(100-2) tlf^t^O. 34g(l. Om 
mo 1 ) Sr^nn/^y (10ml ) fc?ffl?U § 4, 
thi;x^/P75yO. 5ml (3. 6mmol)^| 
£fc. dO«BS**?&T, 2-^nn-l, 3-5>** 
/K5^VU-^A^n5'f KO. 21g(l. 24m 
mo 1 ) (7)^OD/^y (5ml) 

7KT-#H?LT^nn*/l"i»,TlftffiL.^„ 
[0323] *PIS:iaWAii7|<TSfe^, « 

7 4- (BffiX^ : ^<^y_;p= i o : 1 ) TlfSlt" 
^ittiD. N— [2- (N-tert-7>*^ 
/^K-/PT5/) 7xX/P] -4- [N- [2- (try 

i>>-3— f/i-) ^>-rne^-/p] 75/] ox 

75 HO. 68g£l, 3-^/f-/l"-2-"f 5^'Vy 
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1H-NMR (270MHz, CDC13) cfppm: 1.52(9H,s), 1.70(3H.d, 
J=6.6Hz), 4.84UH,q,J=6.6Hz), 6.89(lH,br.s) , 7.12- 
7.31(6H,ra), 7.68(2H,d,J=8.8Hz), 7.79(lH,d,J=8.1H 
z), 7.96(2H,d,J=8.8Hz), 8.34(lH,d,J=2.9,2.9Hz), 8. 
43(lH,d,J=1.5Hz),9.25(lH,br.s). 
[0324] ( 1 29-2) xm ( 1 29-1 ) T1# 
fcft^ftO. 6 8g«0^DO^<^y (5ml )^fffifc 
gar l 5 % ( v o l / v o l ) MJ yiviraWW. ■ : J 
9ux3*9>fm (10ml) t»liffl|-C4. 5BSH 

fcJWfcffK, 9S«t*£tti"3, N — ( 2 — T s y 
7i-/H -4- [N— [2- (eys;y-3_^ f;p) 
^j/roh°^;H 'O'X'TS HO. 2 2g 

(2ste PS> JR$5 8%) £¥ia&II#ci LTf# 
fc. 

mp. 193-196°C. 

lH-NMR(270MHz, DMS0-d6) Sppm: 1.60(3H,d,J=6.6Hz), 
4.88(2H,br.s), 5.04(lH,q, J=6.6Hz) , 6.60(lH,dd, J=6. 
6,7.3Hz), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd,J=7.3,8.1 
Hz), 7.15(lH,d,J=7.3Hz),7.32-7.39(2H,m), 7.75(2H, 
d,J=8.8Hz), 7.96(2H,d,J=8.1Hz), 8.20(lH,dd,J=1.5, 
3.7Hz), 8.35(lH,d,J=2.1Hz), 9.59(lH,br.s), 10.44(1 
H,br.s). 

[0325]H»J130 

N- ( 2-7$.J7x-)V) -4- [ (t'Ui»-3- 
MV) tY^vT^lVT^J} OXTSV (£*- 
1 10 1) C7)£f£ 

(13 0-1) h D tyJ* ( 6 OMt) 

4. 4g (HOmmol ) OTHF (300ml )fl 
?S«fc , S^T 3-e'Jy^^y-;HO. 9 1 g 

( 1 OOmmo 1 ) OTHF (2 0m 1 ) SRK&jfiTL 

Afll 0-1 2°C&^*,^A,yn^ffit e r 
t-7'f-/H9. 5 1 g ( 1 OOmmo 1 ) OTHF 
(20ml) JgfflEfcSrFLfc. £«>88S»tegiB*T# 
ffl3tf£#£3i$ISfi|#U£ft, -ttSfltU:. 7jci3j; 

v«ffliair**jDifca. Bitx^-effiajLfc. 

itWfeisVtiVMJ 4- (n-N 
dftJ-y : |ffgx^=l : l-*p®Xf-;P) 
( f >J - 3 — 1 )V ) M h * MH8 1 e r t - -f+A, 
X*r/U7. 56 g (3 3. 8%) *S&jftlHkfc LT 

[ 0 3 2 6 ] 1H NMR(270MHz, CDC13) Sppm: 1.49(9H, 
s), 4.03(2H,s), 4.64(2H,s), 7.30(lH,dd,J=4.9,7.3H 
z), 7.76(lH,d,J=7.3Hz), 8.56(lH,d,J=4.9Hz), 8.60(1 



H, s). 

(130-2) Ig(130-l)T1#£-ffcli*3. 
5 g ( 1 5 . 7mmo 1 ) fcftftT h 'J 7/^ni« 
(12ml) feJnifcflL MfiT6PtP«*b/t 0 

^) ^ h^-mmt h y 7/i^ni«<^i£ij6 . 5 g 

fcfWs. utit^nn^j'y (70ml) &fln*.»S 

ty 5/> ( 2 5 m 1 ) SJn^jt. 
0f 1 0 0C7)IS (10 0-2) TllMufcfl:£*4 . 2 
6g ( 1 3mmo 1 ) £Mifc. 7&£T\ 2-?nn- 

I, S-^f/WS/VJ-Wn?^ h*2. 37 
g(14. 0ramol)^nnW(20ml) 

3 04hWT&*fc8r7Lfc. 
[0327] *»TS fefc5l«WWPWif|» Mnffl? 

««, «s* lt# Mi/aw* ^ y * w^a? 

;W=10 : DtHIILT, N— [2- (N-tert 
-•fV^istDV-K-iV) 7Sy7xX;H -4- [N — 

X7SH4. 78g (1R^62%) &DMI (1, 3- 

^^-2-^5^yyyy) : i ( mo l ) 

1H NMR(270MHz, CDC13) 5ppm: 1.51 (9H,s), 4.15C2H. 
s), 4.70(2H,s), 6.92(lH,br.s), 7. 15-7. 29(3H, m) , 7. 
37(lH,dd,J=7.3, 5.1Hz), 7.67(2H,d,J=8.8Hz), 7.71-7. 
79(2H,i), 7.96(2H,d,J=8.8Hz), 8.41 (lH.s), 8.62-8.6 
6(2H,m), 9.23(lH,br.s). 

[0328] (130-3) IS (13 0-2) "C# 
MufcllHHfc2. 39 g (4. OmmoD^OD 
(28ml ) BMZ 15%(vol/vol) h 

y 7^toi» • V9 nn^?y» ( 5 5 m l ) £fln 

iaaiT7«i«ii»i,fc. mm&ig&WL. «wau; 

-^fTktfTl^hy (2:1), IHIXf-A'-THF 
(2:1), iffl8x*/i/?J6fc«ia}U £#«8£fi&» 

£FJR, ««-t&ifcfcJ:"J, N— (2-T577xX 

-4- [n- (ey^-3-^f/p) * h^f^r-fe 

^T5y] <yXTSHl. 2 9g(JR^8 5. 6 
%) tSWWSiWEi: trUte. 
[0329] 1H NMR(270MHz, DMS0-d6) 5-ppm: 4.19(2H, 
s), 4.68(2H,s), 4.90(2H,br.s), 6.60(lH,ddd,J=1.5, 
7.3.8. life). 6.78(lH,dd,J=1.5,8.1Hz), 6.97(lH,dd,J= 
7.3.7.3Hz), 7.15(lH,d,J=7.3Hz), 7.42(lH,dd,J=4.4, 
8.1Hz), 7.77(2H,d,J=8.8Hz), 7.85(lH,d,J=7.3Hz), 7. 
96(2H,d.J=8.8Hz), 8. 54 (lH.dd, J=l . 5, 5. 1Hz) , 8.63(1 
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H, s), 9.58(lH,s), 10.09(lH,s). 

IR(KBr)cra-l : 3403, 3341, 3250, 1694, 1630, 1610, 1506, 13 
14,1259,1118,764. 
[0330] HMM 1 3 1 

N- ( 2-7$y7x-4-) -4- [N- [2- (KU 

(£-4 Mfc£«#l#) 
(13 1-1) 7m\k& HJ ^-M 6 0 KttftSS ) 

I. 24 g (3 lmmo 1 ) IttTHF (90ml) 

fcKSStf*:^ ^&t3-t°yy>7 77-/t'3. 2 

7g (3 0mmo 1 ) WSHftTHF (10ml) W®£ 

e r t -7"f-/t/XXf^6 . 27g(30mmol)« 
»THF (10ml) «F?S(&5^MBI*»fn"SrFLfc. 

with, smnrntn. *mtizmmzw 

«*LTfSfc8aE£ v- ij ij^tVi] 5 A7 PV b 75 7 
- ( n-MMJ-y : I«Xf^= 1:1) -Cftig-f 4£ 
tfcAO *h*</%m ter 

t-7>/WX*r/M. 01 g (11X3*5 6. 3%) 

1H-NMR (270MHz, CDC13) Sppm: 1.42(3H,d, J=7.3Hz) , 1. 
50(9H,s), 3.96(lH,q,J=6.6Hz), 4.47, 4.69(2H,ABq, J= 
11.0Hz), 7.29(lH,dd,J=5.1,8.1Hz), 7.75(lH,d,J=8.1H 
z), 8.50(lH,d,J=4.4Hz), 8.60(lH,s). 
[0331] (131-2) Ig(131-l)f# 
fc-ffr&ftl. 09g(4. 5 9mmol)^7DU^ 
7V (5ml ) ^»ChU7;^PS® (8ml ) £Jp 

9 . 5 b$hm i£ . ®mz%£ ixntcm 

\ZVWQ*$-y (25ml ) £jDi., %t»\gX\)%fy 
(3m 1 ) SrJn^fCo *?#T, 2-7no-l, 3-^ 
7f-;W 5 7V U y^A^n?^ HO. 7 0 g ( 4 . 
lmmo 1 ) co^on^y (8m 1 ) M^ITL 
3 0»WLt. £O«^fc£i60lJl 0 00)1 
§(100-2)^^^0. 98g(3. 0mm 
o 1 ) Wy^nn^^y (20ml ) -t°Ui» (10 
m 1 ) *«te*#Tl 5#*»{tTfo*teSSTUfcft, £ 
SaTJHiS-fr'SrtfS, 8l$|8HKff US. ffiftSW#£flll 

[0332] *M£f&fq^7j<Tifr#f&, flgft, ggg 
S£ L T#7tB?l iisVfi ¥)V±i 7 A 7 tr? h T"? 7 4 
- (Bt«Xf-7l,-7 77-^=8 : 1 ) X-ffiMt&mz 
iOs N- [2- (N-te rt-yhdfi^/k-Kx/U 
757) 7xX;l/] -4- [ N— [2- (fUi>>-3 
-4/10 ^b^fy7Pf^;l/] 7$7]'syX7$K 
1. 19g£l, 3-^^-2— < STVlJyyJ: 
<D2 : 3 («) M-mt LTftfc. 
lH-NMR(270MHz, CDC13) S'ppm: 1.51(9H,s), 1.54(3H,d, 
J=6.6Hz), 4.13(lH,q,J=6.6Hz), 4.65, 4.71(2H,ABq, J= 



11.7Hz), 7.12-7.18(2H,m), 7.28-7.37(3H,ra), 7.65(2 
H,d,J=8.1Hz), 7.73(2H,br.d,J=5.9Hz), 7.96(2H,d,J= 
8.8Hz), 8.59-8. 64(3H,m), 9.39(lH,br.s). 
[0333] (131-3) IS ( 131-2) T1# 
Jt-ffc&SSj 1 . 1 9g ( 1. 8mmo 1 ) C7)x'7nn7 7 
y (10m 1 ) ffiKici 5% (vol/vo 1 ) hU7 
;M-aBf« • y^on^^yM (20ml) fcjui, 

i>'7 pp7 7 ykwmLx%^titz7mtmm^)vx 
mmitz. immmm-fzi&kxmmk. mm. tms 
^Lx'^hiitzmm^^y-ivaxvJA vrntvi- 

iDN- (2-75/7x-;l/) -4- [N- [2- 
(t°U>>>-3— OlO ^h^fy7nt^;|/] 75 
7 ] <yX7 $ K 5 8 5 m g %®ffi&mfat LTftfc. 
[0 3 34] rap. 144-148°C. 
1H NMR(270MHz, DMS0-d6) 5 ppra: 1.40(3H,d, J=6.6Hz), 
4.14(lH,q,J=6.6Hz), 4.56 and 4.65(2H, ABq,J=11.8H 
z), 4.89(2H,br.s), 6.60(lH,dd, J=7.3,7.3Hz) , 6.78(1 
H,d,J=8.1Hz), 6.97(lH,dd,J=6.6,7.3Hz), 7.16(lH,d,J 
=7.3Hz), 7.40(lH,dd,J=4.4Hz,7.3Hz), 7.78-7. 85(3H, 
m), 7.97(2H,d,J=8.8Hz), 8.52(lH,dd,J=1.5,5.1Hz), 
8.61(lH,d,J=2.1Hz), 9.60(lH,s), 10.15(lH,s). 
[0 33 5]^»J13 2 

N- (2-7S/7x-;H -4- (N-Ky'J)UTS. 
7) *JU#-)\,K>XT$ H («- 1 : lfc£«^8 
#) OMt 

(132-1) fl/7^/Ht/^f;H3. Og 
(7 2. 2mmo 1 ) WM'Xy (100ml ) SKBiK 

fcf-^x;1^70 7^ K (10ml ) SSSBTiSTU:. 

8 0"CT'3I3P H «U^ ^fci^J^jj--^ 

7dtM K£®£U:. %hixmm>J**4}-y ( i 

00m 1 ) IzmftZ-ZMk^ 2-~bZi7~V>9. 9 
8g (7 2. 2mmo 1 ) ZMl. 4 IfflS&lffiSIft L 

[0336] ism. mm*mi. 'mtimmz* 
? s-ivxmfr-thztte&y) ^ n- (2-xhn7x 

-)V) -4-7h^x#/M<x/^yX75 H20. 3 
g (JK#9 3. 7%) SSTfeHftcfcUTHfe. 
1H NMR (270MHz, DMS0-d6) Sppm: 3.91(3H,s), 7.43-7.4 
9(lH,m), 7.76-7.78(2H,m), 8.03(lH,d, J=8. 1Hz) , 8.08 
(2H,d,J=8.8Hz), 8.14(2H,d,J=8.8Hz), 10.94(lH,s). 
[0337] (132-2) Ig(132-1)T« 
htltzit^A. 24g(14. 12mmol)£7)TH 
F (50ml) -^^/-;M5 0ml)il^Mi:, 

smmr 1 o%p d/c o . a s *WLtz&, *m 
u m-titm®** 7 ;-)vx-m-th z. t <c j: o n 

- (2-7S77xX;l.) -4-XY*i/1i)VX-)VK 
>X75K3. 4g (W87. 5%) &8&*fcfflfti 
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1H NMR (270MHz, DMS0-d6) <? PP m: 3.90(3H,s), 4.95(2H, 
s), 6.60(lH,dd,J=7.3,8.1Hz), 6.78(lH,d,J=7.3Hz), 
6. 99(1H, dd , J=7. 3, 7. 3Hz) , 7. 17(1H, d, J=7.3Hz) ,8. 08(2 
H,d,J=8.1Hz), 8.11(2H,d,J=8.1Hz), 9.85(lH,s) 
[0338] (132-3) 18(132-2) T* 
htVfcttMl2. 7ig (10. Ommol) WJ** 
ty(100ml)-*(50ml) m&!Z5%*m. 
■ThU VJ*7mffi%*&TX'toltc&. 1 e 

rt-7f-/l^#-#*-h2. 6 2g (12. Omm 

o i ) mstt-vy (40mi) mMzmTbt*. 

£ LT fl WifcHiSfc * * y -A'tftWf 4 £fcfci: 
N- [2- (N-te r t S^tf-^) 

H3. 54g(IR*95. 7%) ^IfeHfrfcLTft 
fc. 

1H NMR (270MHz, DMS0-d6) S Pm : 1.44(9H,s), 3.90(3H, 
s), 7.12-7.24 (2H.m), 7.55-7.58(2H,m) , 8.09(2H,d,J= 
8.8Hz), 8.10(2H,d,J=8.8Hz), 8.72(lH,s), 10.00(1H, 
s). 

[0339] (132-4) Ig(132-3)T» 
Mb&m3. OOg (8. 1 Ommo 1 ) C0^^y-;P 
( 5 0 m 1 ) - 0 . 5fflJg*8Mfc'J f-?A#8SE ( 2 5 

m i ) mm* 4 owsmmmmwitz, *?y- 

7*/H? ^7-2- (N-te rt -•fY^i/ijlVK 
x;P) rsyr-ij H2. 24g(JK$7 7. 6%) § 

1H NMR(270MHz, DH50-d6) *ppa: 1.45(9H,s), 7.12-7.2 
1(2H,b), 7.53-7. 58(2H,m), 8.06(2H,d,J=8.8Hz), 8.10 
(2H,d,J=8.8Hz), 8.71(lH,s), 9.97(lH,s). 
[0340] (132-5) X3§(132-4)T1# 
fcft£»0. 20g(0. 5 6ramol)^no^ 

(4mi) mmm^y^jiT^yo. i4g 

(1. 3mmo 1 ) SJni, Sfetmx^TSV 
0. 21ml (1. 5mmol) ,I<0?g$fc 
*#T2-?nn-i, 

054 KO. 2 5 g ( 1 . 4 8mmo 1 ) SrjD^., 

[0341] ^MHMtttttitiMfc, KM. 8«£ 
L TfWSSate >- U * 5 A ? tr? h / 9 7 4 
- (?nn*M : ^/-/L-=l 0 : 1 ) T'ffSU 



N- (2-tert-7'^W-;P7Sy7i- 
A-) -4- (N-^y^'/kTS/) ^^jKry^yXr 
SK279mg (JR^62. 6%) £6-feHfri: UT» 
fc. 

1H NMR(270MHz, DMS0-d6) <5- PP m: 1.45(9H,s), 4.52(2H, 
d,J=5.8Hz), 7.13-7.28(4H,m), 7.34-7.35(3H,m) , 7.56 
(2H,d,J=8.1Hz), 8.05(4H,s), 8. 71 (lH.br. s), 9.23(1 
H,t), 9.94(lH,s). 

[0342] (132-6) 18 (132-5) 
feft-ftftl 5 lmg (0. 3 3 9mmol)t4ffljaa 

«-^*<sf9->iMi (5mi) srSMni., 4mm 
iMttK UTUfcaaEtxf-^x-r^&api, ffm 

7xX;W) -4- ( N -<y^>75 /) #/1^x^a; 

VXTSH 7 8mg Wm67%) 

ft. 

mp. 239-24rC(dec.). 

1H NMR(270MHz, DMS0-d6) S PP ra: 4.51 (2H,s), 4.93(2H, 
br.d), 6.60(lH,dd,J=7.3,7.3Hz), 6.78(lH,d,J=8.1H 
z), 6.95(lH,dd,J=7.3,8.3Hz), 7.18(lH,d), 7.23-7.35 
(5H,m), 8.01(2H,d,J=8.8Hz), 8.07(2H,d,J=8.8Hz), 9. 
22(lH,br.t), 9.81(lH,br.s). 

[0343] mm i32t mnatm: * 9 , mm 

1 3 3Wfc£iftfr£j£U:. ClTfe» ft^cOii^ (ra 
P. ) , 1H NMR, IRcOfflJgfitfcjjrf. 
[0344]H»J133 

N- (2-7S/7xZ;H -4- [ N— (2-7i- 
;>xf-;W) 75/] tf/^x/^yx'TS H (ift-1 : 

ik£»#9) 

BP. 237-240°C(dec.). 

1H NMR(270MHz, DMS0-d6) S PP m: 2.87(2H,t, J=7.3Hz), 
3.51(2H,dt,J=5.9,7.3Hz), 4.94(2H,br.s), 6.60(lH,d 
d,J=7.3,7.3Hz), 6.78(lH,d,J=7.3Hz), 6.98(lH,dd, J= 
7.3,7.3Hz). 7.15-7.34(6H,m), 7.93(2H,d, J=8.1Hz) , 
8. 04 (2H, d, J=8. 1Hz) , 8.73(1H, t, J=5. 1Hz) , 9. 76(1H, br . 
s).IR(KBr)cm-l: 3396,3320,1625,1602,1539,1458,131 
3,699. 

[0345] mmi 34 

N— (2-7S/7i-;k) -4- [N- (4-^hn 
•ffc£»#^5 4) 

(134-1) »t^Jl00cOIg(100-2)T" 
&Z>tlfcfc&fa3 s ( 9 . 2ramol), 4--hn7 
x.J^WW2. 1 6 g (11. Ommo 1 ) CODMF 
( 7m 1 ) \iZi?i/i?X3'\*fi/)Vi!i)l>$*J4 * H2 . 
82 g (13. 8mm o 1 ) CODMFJgffi (5ml), 
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[0346] %btu-zmm*?uu*!VJ*ii>mm& 

U N- [2 - (tert-7>^f^;>7K-^T5 
7) 7x-/l/| -4- [ (4-^hD7xydf^T-fef- 
7S7]'0'X75F2. 34g(iR$50%)£ 

ftfe. 

1H NMR(270MHz, DMS0-d6) dpw: 1.45(9H,s), 4.97(2H, 
s), 7.12-7.26(3H,m), 7.23(2H,d, J=8.8Hz), 7.53(lH,d 
t,J=2.2,7.3Hz), 7.79(2H,d,J=8.8Hz), 7.95(2H,d, J=8. 
8Hz), 8.25(2H,d,J=8.8Hz), 8.71(lH,s), 9.79(lH,s), 
10.52(lH,s). 

[03471(1 34-2) IS ( 1 34-1 ) T1# 
bttiUkMlO. 7g(l. 3 8mmo 1 ) OT-bh- 
b li/HI (10ml) h VXf-jUisy 

yi. 26ml (8. 8 5mm o 1 ) Zfot^ 2mmt 
Wit:. RJ6»7&. JH££»*»U MIxfTHfrJn*. 
2 0#f§»#U flftllUslgfifcrJKLfc. %t>titdta 

+ivx.+)v>r h ymmi, mv-twgtr y y 
aHtiAucciiGkft»u UK/mat??* 
5"W.-c«fliu aas*e*Lfe. f&feitfcaeftss 

KXfvPTftfrU N- (2-75/7^) -4- 
[N- (4--bD7xy^^T-fef-;U) 7$y] ^y 
XT 5 K0 . 2 2g (JR$3 9%) ^fi-fe^fc LTf# 
ft. 

[0 3 4 8] rap. 212-21TC(dec.). 
1H NMR(270MHz, DMS0-d6) dpw. 4.97(2H,s), 6.88(1H, 
t,J=7.3Hz), 6.99(lH,d,J=7.3Hz), 7. 11 (lH.t, J=7.3H ' 
z), 7.23(2H,d,J=8.8Hz), 7.24(lH,m), 7.77(2H,d, J=8. 
8Hz), 8.00(2H,d,J=8.8Hz), 8.25(2H,d, J=8.8Hz), 9.89 
(lH.s). 10.52(lH,s). 

IR(KBr)cm-l: 3382,3109, 1650, 1591, 1508,1341. 
[0349]MSM135 

N- {2-T$J7x~ll) -4- [ (4-TS77x 
7^7-biW 75 7] <yX7S F (id-1 : -f^ 
9/855 5) cO-^-fig 

MRM 1 3 (13 4-1) •Cfcfeftjfc-ffc&flj 

1. 4 1 g (2. 7 8mmo 1 ) <n*9J<-fi,(\ 5m 
1 ) -THF (25ml ) »8Efcl 05SP d-CfcJn*. 

irj&limimmtk, *M VrntVPx-T/P-ex? 
v'Jy^LX. N- [2- (tert-7>^#/Mf 
-^757) 7 S -/P] -4- [ (4-7577x7* 
5"7-fef7l/) 75 7] ^yX75 H 1 . 1 gjflt. 
[0 3 5 0] iilfcT-feh-h'JvH 5ml JCjfflBU 
H-FMJyfvl^yO. 74ml (5. 20mmo 
1 ) S»T3«flBH#l,fc. KJKRTft. ttK 

friMB L7 f-/Pxf-;^ h y LT s N - ( 2 - T 
S77xx;l,) -4- [ (4-TS77xydf^T-tef- 



/H 75 7] <yX7SH0. 86g (JR*8 3%) i 
mp. (amorphous). 

1H NMR(270MHz, DMS0-d6) 5-ppm: 4.82(2H,s), 7.13(2H, 
d,J=8.8Hz), 7.30-7.48(6H,m), 7.82(2H,d, J=8.8Hz) , 
8.03(2H,d,J=8.8Hz), 10.34(lH,s), 10.46(lH,s) . IR(KB 
r)cm-l: 2873,2590,1680,1602,1505,1243. 
[035 1 ] 900113 6 

N- (2-7577x-;l/) -4- (5-7x/^ 
3-**-tYVy-2-*y-3-' f;l/) ^ 
yX7S H («- 2 : 1 ) <^flg (13 6- 

1 ) 4 - ( N -Kyi?)Vttisi))V#=A,T 5 7 ) £ 
ISit-7'f;l'XXf;l'0. 7g(2. 14mmo 
1 >OTHFgI(10ral ) -7 8 ,, Cf'n-7f- 
;Hlf"7Al. 3 3ml (2. 2 5mmol)^5M 

*»ftTSST Lfc . IsiiST-S fefc l . 5 b#»# Lfcfl, 

7x-;^*'Jyf'-^0. 3 1ml (2. 29mmo 

i ) znnimvmzimmMfiK. mm-iamm 

2 mam L . * ill Sr U7^7 AT** 

*U N- [4- (t e r t-7>=3f^;^'-;p) 7 
x-/>] -5-7x7df^f-;P-l, 3-^-dff-y'y 

: Jy-2-$yo. 3 1 g (iR$39%) 

1H NMR (270MHz, DMS0-d6) tfppn: 1.53(9H,s), 3.97(1H, 
dd,J=6.0,8.8Hz), 4.23-4.34(3H,m) , 5.11(lH,ia), 6.94 
-7.00(3H,m), 7.31(2H,m), 7.71(2H,d,J=8.8Hz),7.93(2 

H, d,J=8.8Hz). 

[0352] (136-2) 18(136-1)0X1: 
£%0. 26g(0. 704mmol) «D7-fchXl-y 

(4mi ) fchyy^/i^-y ^ 0 . 

15ml ( 1 . 0 5mmo 1 ) SOkT2mKBl 

wit:. Rmj®, mmmimtLt:wmmm 

m^lV- y j-)Vx.j-)V*r v yx-x y >y *jyy u N- 
(4-#/W^7xX;P) -5-7x/^yf-/P- 

I, 3-*WJ^-2-*>'0. 2g (JR*91 
%) 

1H NMR(270MHz, DMS0-d6) * p P m: 3.98(lH,dd,J=6.6,9.6 
Hz), 4.23-4.34(3H,m),5.10(lH,ni). 6.94-6.99(3H,m), 
7.30(2H,t,J=8.1Hz), 7.72(2H,d, J=8.8Hz), 7.98(2H,d, 
J=8.8Hz), 12.85(lH,s). 

[0353] (136-3) Ig (136-2) cO-ffc 
£%0. 15g (0. 479mmol) CD&kXi-uy 
SS(7ml) lZfMM.<DDMF itnlt:^ tt-fv 
)V7U74 HO. 12ml (1. 4 0mmo 1 ) ZJjul 

20*»L^f*il-ftyf-^y (4ml) fc^fllL, *^ 
T^JS«1 933M ( 1 - 2 ) iO^^O . 1 0 5 g 
(0. 5 0 4mmo 1 ) . t°yi»0. 12g (1. 5 
2mmo 1 ) Oil-fb^l'^l (1ml) £Jn*fc 
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*. asaucifaLiBfflBBpufc. sos»7«, 

frLfc. WfrW^tfATWfttfc, JBW&SSUs. 
ft -f V 7'n tf^x-r;K'^ 5 7 i»7* 
U N— [2~ (N-tert-7>^y*Mr;|,7 
57) 7i-/H -4- (5-7x7=*fv'7f-/t'-l, 
3 -sj-^Mh/y 2 3 — f ;w) <yxrs H 
0. 2 5g (Jg*W) 

1H NMR(270MHz, DMS0-d6) 5-ppm: 1.52(9H,s), 4.1K1H, 
dd,J=5.9,6.6Hz), 4.21-4.27(3H,m), 5.01 (lH.m), 6.84 
(lH.br.s), 6.91(2H,d,J=8.8Hz), 7.01(lH,t, J=7.4Hz), 

7. 12-7. 34 (5H , ra) , 7. 68 (2H, d, J=8 . 8Hz) . 

[0354] (136-4) Dg (1 3 6-3) tftffc 
■6*0 . 22g(0.437mmol) cOT-fe hr: h y 
/US (4ml ) lizmgLX'YVX+lVi/VlVTJXyj 
HO. 1ml (0. 7 0 3mmo 1 ) &jDi.2B$r H W 

Ufc. ll«f-^^hU»>J^*»«tlDifc*. PIS 

Xf-;UT- 2 Etflijffi L , «l7/^y^T« 

IW&ftU N- (2-75771^1/) -4 - (5-7 
x7df^7^;W-l. 3 -Jt'Wyy- 2-^-^-3 
-Wv7X75K0. 1 3g (JK$7 4%) 
tt*fcl7C*te. mp. 165-170'C(dec.). 
1H NMR(270MHz, DMS0-d6) Sppm: 4.01(lH,dd, J=6.6.9.6 
Hz), 4.28-4. 34(3H,m),5.12(lH,m), 5.23(2H,br.s) , 6. 
64(lH,t,J=7.4Hz), 6.81(lH,d,J=8.1Hz), 6.95-7.00(3 

H, m), 7.18(lH,d,J=6.6Hz), 7.31 (2H,t,J=8. 1Hz), 7.72 
(2H,d,J=8.8Hz),8.05(2H,d.J=8.8Hz), 9.69(lH,s). 
IR(KBr)cm-l : 3393, 1740, 1610, 1508, 1253. 

[0355] mm 13 6t num&tzt ■? . mm 

1 3 7*»fe 1 4 30ft£l)££j£Uc. OTfc. 
Ofc£*0IJW[ (mp.) , 1H NMR, IROaigft*^. 
[03 56]HSfctflJ137 

N- (2-7S77xX^) -4- [5- (4-xhn 
7x7*^M^-l, 3-**WVy-2-*> 
-3-4 JU1 K>XT 5 H ( $t- 2 : 2 ) 

rap. 162-164°C. 

1H NMR(270MHz, DMS0-d6) Sppdi: 3.97(lH,dd, J=6.6,9.5 
Hz), 4.10(lH,dd,J=5.1,11.0Hz), 4. 17(lH,dd,J=3.7, 1 

I. 0Hz), 4.27(lH,t,J=8.8Hz), 6. 53-6. 80(6H, m) ,6. 97(1 
H,t,J=8.1Hz), 7.16(lH,d,J=6.6Hz), 7.72(2H,d,J=8.8H 
z), 8.04(2H,d,J=8.8Hz), 9.65(lH,s). 
IR(KBr)cm-l: 3356,2365, 1741, 1609, 1510,1247. 

[03 571M1138 
N— (2-7577x~/H -4- 
j^f-ZP- 1 , 3-tt-fYVy-2-$>-3-4 
>\,)<yX7§ ¥ W&m ( «- 2 : -f^W-f 3 Oifi 
£33) 

mp. 181-183°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 3.69(lH,dd, J=5.2,ll. 



0Hz), 3.76(lH,dd,J=3.7,11.0Hz), 3.91(lH,dd,J=5.9, 

8.8Hz), 4.59(2H,s), 4.93(lH,m), 7.26-7.41(80,^. 

7.51(lH,m), 7.74(2H,d,J=8.8Hz), 8.15(2H,d,J=8.8H 
z), 10.42(lH,s). 

[0 3 5 8] mmmi 39 

N- (2-75 77x^/1/) -4- [5- (fj^'y- 
3 — f sj-^iotf^-l, 3-ttV/Vy-2- 

4) 

mp. 199-201 o C. 

1H NMR (270MHz, DMS0-d6) * ppra: 4. 01 (lH.dd, J=6. 6, 8. 8 
Hz), 4.28-4.46(3H,m),4.96(2H,br.s), 5.14(lH,m), 6. 
61(lH,t,J=7.4Hz), 6.79(lH,d,J=7.4Hz), 6.98(lH,t,J= 
7.4Hz), 7.16(lH,d,J=7.4Hz), 7. 36(lH,dd, J=4. 4, 8. 1H 
z), 7.44(lH,dd,J=1.5,8.1Hz). 
IR(KBr)cn-l: 2815,2631,2365,1752,1610,1520,1225. 
[03 59]H«Ml40 

N- (2-7 = 77x^1/) -4- [5- (b°ij^7- 

3— -fAO x+)Vtt*/x*iV-i, 3-jr*?YVy . 

-2-*y-3-4)\,-\KyX7$.Y («-2:ft«M 
»5) 

up. 160-164°C(dec.). 

1H NMR(270MHz, DMS0-d6) 5-ppra: 3.73(lH,dd,J=5.2,ll. 
7Hz), 3.79 (lH,dd,J=2.9, 11.7Hz), 3.91(lH,dd,J=5.9, 
8.8Hz), 4.21(lH,t,J=8.8Hz), 4.62(2H,s), 4.91 (3H,b 
r.s), 6.60(lH,t,J=7.4Hz), 6.78(lH,d,J=7.4Hz), 6.98 
(lH,t,J=7.4Hz), 7.16(lH,d,J=7.4Hz), 7.38(lH,dd, J= 
4.4.7.4Hz). 7.69(2H,d,J=8.8Hz), 7.71(lH,m), 8.03(2 
H,d,J=8.8Hz), 8.51(lH,dd,J=1.5,4.4Hz), 8.54(lH,d,J 
=1.5Hz). 9.65(lH,s). 

IR(KBr)cm-l: 3368, 1742, 1648, 1608, 1492, 1226. 
[0 36 0]*»J14 1 

N- (2-7S77x^H -4- [5- (3-~hn 
7x7*5") 3-**WV>-2-*y 
-3 -A tUI <yX7 5 H («- 2 : flteflj#t6 ) 
m P . 230°C(dec). 

1H NMR(270MHz, DMS0-d6) S PP m: 4.04(lH,t, J=8.8Hz), 
4.32(lH.t,J=8.8Hz), 4.41-4.53(2H.m) , 4.91(2H,s), 
5.15(lH,m), 6.61(lH,t,J=7.4Hz), 6.79(lH.d, J=7.4H 
z), 6.98(lH,t,J=7.4Hz), 7.16(lH,d, J=7.4Hz), 7.46(1 
H.dd, J=1.5.8. 1Hz) ,7. 61 (1H, t, J=8. 1Hz) , 7. 71-7. 79 (3 
H,m), 7.87(lH,d,J=8.1Hz), 8.06(2H,d,J=8.8Hz) , 9.66 
(lH.s). 

IR(KBr) cm-1 : 3363 , 3095 , 2365 . 1741 , 1608 , 1 529 . 
[0 36 1] 91910114 2 

N- (2~7577x-/l0 -4- [5- (t°y>>>- 

2— -r/p) *+n,ttwt)v-i, 3-jj-^wyy 

-2-%y-3-J)\,-\<yX7$.Y (*-2:flfcft 

##7) 

mp. 172-174"C. 
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1H NMR(270MHz, DMS0-d6) dppa: 3.79(lH,dd, J=5.2,ll. 
0Hz), 3.85(lH,dd,J=2.9,11.0Hz), 3.95(lH,dd, J=6.6, 
9.6Hz), 4.23(lH,t,J=9.6Hz), 4.67(2H,s), 4.90(2H, 
s), 4.95(lH,m), 6.60(lH,t, J=7.4Hz), 6.78(lH,d,J=7. 
4Hz), 6.97(lH,t,J=7.4Hz), 7. 16(lH,d, J=7.4Hz), 7.29 
(1H , dd , J=5. 2, 6. 6Hz) , 7. 40 (1H , d , J=6. 6Hz) , 7. 70(2H, d, 
J=8.8Hz), 7.78(lH,dt,J=2.2,7.4Hz), 8.03(2H,d, J=8.8 
Hz), 8.51(lH.d,J=4.4Hz), 9.64(lH,s). 
IR(KBr)cra-l: 3369, 1743, 1651, 1608, 1492, 1283. 

C03 6 2] mmmi43 

N- (2-7$y7x-;U) -4- [5- (h°Ui»- 
2— i)V) Js^i'^V-l , 3-ttf/>Jy-2- 
*y-3-4JU] KyXT$ K (H-2 : 
8) 

rap. (amorphous) . 

1H NMR(270MHz, DMS0-d6) tfppm: 3.96(lH,dd, J=5.9,9.6 
Hz), 4.21-4. 40(3H,m), 4. 90(2H,s), 5.03(lH,m), 6.28 
(lH,t,J=6.6Hz), 6.43(lH,d,J=9.6Hz), 6.60(lH,t, J=6. 
6Hz), 6.78(lH,d,J=6.6Hz), 6.97(lH,t, J=7.4Hz), 7.15 
(lH,d,J=6.6Hz),7.46(lH,dt,J=7.4,1.5Hz), 7.67(2H,d, 
J=8.8Hz), 7.69(lH,m), 8.03(2H,d,=8.8Hz), 9.64(1H, 
s). 

[0363] mmi44 

N- (2-7$77xX/l,) -4- [N- [3- [ (tf 

f^'y-3— -on y^7$/] y^n/fv-i, 

2-S*fri'-4->f/H 7$7.X^] ^y X 'T5 H 
(«-2 :^W-f9) 

(144-1) 3. 4-y'-n-7>^y-3-y? 
n/fy-l, 2-^VO. 073g (0. 323m 
mo 1 ) COTHFjM (2ml) fcllWJ 1 <7XDg ( 1 
-4) <7)it-&m0. 1 g (0. 2 9 3mmo 1 ) %Mx. 

4 mm im, 3-757.* f-^t y >>> 

0. 0 3 3ml (0. 327mmo 1 ) ZMilBmK 

[0364] mtufcmmz*?y-j]sX'zy>y : j> 

?"LTN- [2 - (N-te rt-7>df^/^-;P 
757) 7i-/H -4- [N- [3- [ (t°Uv>- 

t^/^jv\ ^vxtsho. i2g 

(iK*7S%) £»fc. 

1H NMR(270MHz, DMSCH36) <?ppm: 1.44(9H,s), 4.75-4.8 
l<4H,m) , 7.15(lH,dt,J=2.2,7.4Hz), 7.20(lH,dt,J=2. 
2,7.4Hz), 7.40(lH,dd,J=2.2,7.4Hz), 7.47(2H,d.J=8.1 
Hz), 7.54(2H,dd,J=2.2,7.4Hz), 7.73(lH,m), 7.94(2H, 
d,J=8.1Hz), 8.50 (lH.ra), 8.55(lH,d,J=1.5Hz), 8.67(1 
H,s), 9.82(lH,s). 

[0365] (144-2) 18(144-1) «ft 
•£*0. lg (0. 19mmol)«y'^t>-(4m 



1 ) -M 9J-)V (1ml) »H(C43&UR-$*** 

ty(4mi) mt2mmbtz. rawm m 
mmm imms^x-^m. * +vx&Mr hy% 
mi. ®i>timik$:'<mLTN- (2-7577*- 

)V) -4- [N- [3- [ (eyS»-3— f/k) y^ 
;U757] ^nyf^-l, 2-^y-4-> f/H 
757^f-;H ^yX7S HO. 04 g (JtPp4 9%) 

mp. 230°C. 

1H NMR(270MHz, DMS0-d6) ^ ppm: 4.76(2H,s), 4.79(2H, 
s), 4.90(2H,s), 6.60(lH,t,J=7.4Hz), 6.78(lH,d,J=7. 
4Hz), 6.97(lH,t,J=7.4Hz), 7.16(lH,d,J=7.4Hz), 7.39 
(lH.ra), 7.43(2H,d,J=8.1Hz), 7.73(lH,d,J=8.1Hz), 7. 
97(2H,d,J=8.1Hz), 7.99(lH,br.s), 8.51(lH,d,J=8.1H 
z), 8.55(lH,s), 9.64(lH,s). 
[0 36 6]H»J14 5 

N- (2-7S77x^) -4- [3- (tUi»- 

3 *+iv4 S ^V'J y- 2 -*y- i ->f 
^^Kyxrs H (£-2 : 0#) 
(145-1) x?-UygSS4. 92g (57mmo 
1 ) , ^)V 4-7"n^f-;K>-yx-b5. 7 3 
g (2 5mmo 1 ) , 3^\t f h 7 S)V?JV7i-}VT 
y^x^Al. 85g(5. 0mmol)cDDMF(3 
0ml )mmfc$m*VV&7. 88g(5 7mmo 
l ) Zmi. 8 0XK5fflBMMmiiz. 

[0367] mmt. mmzpMUzmm^ivx* 

i'Vi]7 t )Vj]72±?u~?\.7y7 i- (IKx^W: /. 

?y-iv= 10:1) xnmixmtucmmm 
ix. saft-fSittiO, n— u-yr^s^/i^x 

1VV x.-)VX1-)V) A $fYVy-2-*y3. 36g 
(JR*5 7. 4%) fcKtt&HtfefcLTftfe. 
lH-NMR(270MHz,CDCl3)(?ppm: 3.28-3.35(2H,m) , 3.41- 
3.47(2H,m), 3.92(3H,s),4.42(2H,s), 4.61(lH,br.s), 
7.35(2H,d,J=8.1Hz), 8.01(2H,d,J=8.1Hz). 
[0368] (145-2) . 3—?uuX+jV\ZVi? 
>Wm2 . 05g(12. 5mmol) tZffinSX*, 

tt£«i»U 36fc*fc*lfc»»CDMF ( 5m 1 ) * 

0. 37 g (1. Ommo 1 ) g-jDX... ^yS^WN^ 
H«DMF«KtiBRL3fe. 7K*ft7HJ>>A (6 0% 
0. 3 0g (7. 5mmo 1 ) CODMF (5 

m i ) mmmzm&x\ xm ( 1 4 5 - 1 ) -cif^-fts- 

ftl. 17g(5. Ommo 1 ) CODMF (10ml) 

as* *»« (csst Lfctt, aa-c 3 o ut. z<d 
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[0369] -mm&vifcmitz, dmfs«bbl/s 

Kxf-^-^^X^/^by (2:1) TttiKU:. 

;l^:^^/-^=10 : 1) THRU N— 
^tf/l^K-^x-^f-zW) — N" - (try^'y- 
3— f/W ^f;H5f/'Jy-2-^l. 17g 

(JR*7 2.3%) LTttfc. 
1H NMR(270MHz, CDC13) Sppm: 3.20(4H,s), 3.92(3H, 
s), 4.44(2H,s), 4.46(2H,s), 7.27-7.36(3H,m) , 7.64- 
7.69(lH,m), 8.01(2H,d,J=8.1Hz), 8.53-8.56(2H,m). 

[0370] (145-3) IS (14 5-2) Tl# 
fcft^flHO. 55g(l. 7mmo 1 ) 0)*? J-lV 

(8ml)-*(8ml) JBfcteSBSTJicBHfcyf^A 
l?j<fl»l 1 Omg (2. 6 2mmo 1 ) SrjDi.5 0°C 

•ci. 5mw\m»mwitzm. ^wntymi 

*»*0. 05g ( 1. 2mmo 1 ) 5 0'CT" 

i. 5«siaiflH*L3t. i o%m&mm&m^xM& 
(pH3~4) izuzcvh. mt&sfr&m*.. mmx 

DTI Ettm Lfc . &fc*B®-*- 'J Wt« 

mm*, L,rnfe«a&9a»-t* ; 1 1 j: *> a - 

[3- (eyi»-3-^;lx) p<f-;M S^yyy-2 
-*V-\-A)Vl **)\&,m®0. 32g(JR*6 
1%) LTfffc. 
1H NMR(270MHz, DMS0-d6) Sppm: 3.17(2H,s), 3.20(2H, 
s), 4.36(2H,s), 4.38(2H,s), 7.35-7.42(3H,m), 7.68 
(1H , dd , J=6. 6Hz) , 7. 92 (2H , d, J=8. 1Hz) , 8. 51 (2H , m) . 
[0371] (145-4) Ig(145-3)Tf# 
fc-fk^fljO. 31 g (1. Ommo 1 ) ^nn^? 
y ( 1 2m 1 ) j^fcaMWH 1 V)\>>?UyA H 0 . 
3ml (3. 5mmo 1 ) £i8TU:«gjBT3 04h 
4 0-CT1. 5MffU. aWfcMcLfcttl^x 
yT*3IU y^on^^y l Om l iziMLti. Z<?) 

mmmmm uzm, mm 1 wis (1-2)0 

fc£W0. 21 g (1. Ommo 1 ) WJVuuXfy 
( 2m 1 ) -ey i» ( 2m 1 ) SFjfcfcjSTU:. MiS 
4 T#ffl3-8## JWP Lfcft, SST-ftftil Lfc . 

[03 72] *«UIS-«ffl]«g7jcT«fe»«, fg£, $*g 
L T*fe3Wt t i/ 'J # ^71/* 5 A ? D V h <fy 7 4 

- mm^f-)u-x?s-n>=2o ■. i ) vnmtiz 

fctCiDN- (2-tert-7>Jfy*Mz;l,7S 
/7x-/W) -4- [3- ( try i>y- 3 — f;Mf 

/I-) -f s^v'y>-2-^y-i--r;i/] ^f/Kyx 
rs k o . i o g mm2 o%) lt# 

1H NMR (270MHz, CDC13)<?ppm: 1.52(9H,s), 3.20(4H, 
s), 4.45(2H,s),4.48(2H,s), 6.75(lH,br.s) , 7.15-7.4 



0(5H,m), 7.65-7. 70(2H,m), 7.83(lH,d,J=7.3Hz), 7.94 
(2H,d, J=8. 1Hz) , 8. 50-8. 60 (3H, br. in) . 

[0 37 3] (14 5-5) IS (14 5-4) T# 
fclfcd*l OOmg (0. 20mmo 1 ) *l?H**rv 

(2ml) taWL/Stt, 4agfiK-^dFHfy ( 2 
m 1 ) -k-Uttdk, *?J-)V ( 0 . 5ml) &jDi?t 

a. Hf^^TttaiU:. Wii^Mfn^KT-sfe^ 

•SittiON- (2-7S/7x-;W -4- [3- 

(ty>?y-3-> f/u) *?-/M 5^v*yy-2-^y 

-\-A)V] ^f-^VXTS H47mg (JR*5 8 
%) fc«tf*R*i: LTttfc. 
rap. (amorphous). 

1H NMR(270MHz, DMS0-d6) 5 ppm: 3.20(4H,s), 4.37(2H, 
s), 4.39(2H,s), 4.87(2H,br.s), 6.60(lH,dd, J-7.3,7. 
3Hz), 6.78(lH,d,J=8.1Hz), 6.97(lH,dd, J=6.6,7.3Hz) , 
7.16(lH,d,J=7.3Hz), 7.35-7.41 (3H,m), 7.68(lH,d,J= 
8.1Hz), 7.90-8. 00(2H,m), 8.50(2H,br.s), 9.63(lH,b 
r.s). 

[0 374]«tWl4 6 

N- (2-7577x^1 -4- [N — (t°yi>>- 

S H 0.5 7V;>®fig («- 1 : «ffc£*#*8 207 

mmm4 8XHktltzit^3 1 0mgfc.X*./-/H 
OmlfcJoi, MRUTaWIS-tfJt. 7V/m9 6mg 

-Mzmm 1 mm* ta t fct*. vhmliz. tf 

ft»£2 0 0mg#Jt (JR$5 6%) . 
[03 7 5] rap. 166-167°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.28(2H,d, J=6.6Hz) , 
5.10(2H,s), 6.60(lH,t,J=8.0Hz), 6.63(lH,s), 6.78(1 
H,d,J=8.0Hz), 6.90-7.50(5H,ra), 7.70-8.00(4H,m), 8. 
53(lH,d,J=3.6Hz), 8.60(lH,s), 9.63(lH,s). 
IR(KBr)cm-l: 3332,1715,1665,1505,1283,1136,1044,98 
3,760,712. 

Ttmfttt C21JH20N403+l/2C4B404a:l/T 
C H N 
mm 63.59, 5.10, 12.90 
m%m 63.56, 5.22, 12.97 

[0376] mmm 1 4 6 1 mnajffiz x 0 . mm 

14 7*»fe 1 4 9<Oft*»t^« Lfc. WTfcs 
OralUS (nip.) s 1H NMR, IRCOWfeiiZ^t . 
[0 3771 WIW14 7 

n- (2-7S77x-;W -4- [n- (try^'y- 

3—iJU) * h^^;P^x;PTS7^f-;l/] <yXT 
5 H "71/ -f y®Jg («- 1 : ft«W»8 20-?P^ 

yiUS) 

mp. 123-124°C. 
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1H NMR (270MHz, DMS0-d6) <?ppm: 4.28(2H,d,J=6.6Hz) , 
5.11(2H,s), 6.24(2H,s), 6.66(lH,t,J=8.0Hz), 6.83(1 
H,d,J=8.0Hz), 6.90-8.00(9H,m), 8.56(lH,d, J=3.6Hz), 
8.62(lH,s), 9.69(lH,s). 

IR(KBr)cm-l : 3298, 1719, 1546, 1365, 1313, 1250, 1194, 11 
49,1044,993,862,751. 

7G3S##T C21120N4O3+C4H4044O.3H20tL'T 
C H N 
60.31, 4.98, 11.25 
m%.m 60.52, 5.12, 11.03 
[0 3 7 8] £t|fll4 8 

N- (2-7577x^/1/) -A- [N- (h°Ui»- 
3— f/1/) 7 h*is%}U#-/l>T§SXi-/U'] <VX7 
5 Y Wm («- 1 : fc£fo##8 2«ffiBffl) 
rap. 140(dec.)°C. 

1H NMR (270MHz, DMS0-d6) Sppm: 4.31(2H,d, J=5.8Hz) , 
5.24(2H,s), 7.10-7.60(6H,m), 7.90-8.50(5H,m), 8.70 
-8. 90 (2H, ra), 10.46(lH,s). 

IR(KBr)cm-l : 2553, 1715, 1628, 1556, 1486, 1254, 1049,77 
8,687. 

co3 7 9] mini 4 9 

N- (2-7577x^/1/) -4- [N- (tyyy- 
3-4/1/) :t^7-fe-f/l/757^/H <yxr5H 
0 . 7 77/HI («- 1 : tt&m%6 1 

tt) 

Mttfl 1 4 6 fc |BHSW)^rj£{c i. *) N gjfeft|4 6 ^t^flu 
rap. 154-155°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.42(2H,d, J=5.9Hz) , 
4.69(2H,s), 6.60(lH,t,J=8.0Hz), 6.63(0.7H,s), 6.78 
(lH,d,J=8.0Hz), 6.90-7.50(6H,m), 7.93(2H,d, J=8.0H 
z), 8. 20-8. 40 (2H, ra), 8.82(lH,br.s), 9.63(lH,s). 
IR(KBr)cm-l: 3324, 1709, 1631, 1521, 1457, 1428, 1260, 10 
64,806,698. 

7G*#*T C21E20N403-H). 7C4H404+0. 7H20 b l/T 
C H N 
60.79, 5.19, 11.91 
m&m 60.95, 5.20, 11.75 

[0380] mmi 

N- (3-7577x^/1/) -4- [N— (tyj;y- 

3—iiv) 7 \-*i<'%)Vft-}V7$.y*i-iV] Kyxr 

5K 

»l«4 8 fc O^iSLfc. 
rap. 156°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.27(2H,d,J=6.6Hz), 

5.06(2H,s), 5.10(2H,s), 6.20-6.40(lH,m) , 6.80-7.10 

(3H,m), 7.30-7.50(3H,m>, 7.70-8.00(4H,n), 8.53(1H, 

d,J=3.6Hz), 8.59(lH,s), 9.88(lH,s). 

IR(KBr)cra-l : 3327, 3218, 1708, 1639, 1536, 1279, 1147, 10 

50,859,788. 



[O381]##0IJ2 

N— (4-7577x^/1/) -4- [N- (t°>J>>>- 
3-4/1/) 7h^v-#/l/;Jfx/l/7 5 77f-/H ^yX7 
5F 

M4 8 1 PWwjHSfcJ: 9*«Ui. 

mp. 204-205°C. 

1H NMR(270MHz, DMS0-d6) Sppm: 4.27(2H,d, J=6.6Hz), 
4.91(2H,s), 5.10(2H,s), 6.52(2H,d,J=8.8Hz), 7.30- 
7.50(5H,m), 7.70-8.00(4H,m) , 8.50-8.60(2H,m) ,9.80 
(lH.s). 

IR(KBr)cm-l: 3336,3224, 1706, 1638, 1530, 1279, 1145, 10 
50,1005,827. 
[0 382]ggSf«Jl 

a 2 7 8 ommztti-zftimmmmk 

TlUtiV7*X7T?~ tr (ALP) *Stt<0_hJH4. h 
h^HWSfflJIBOiHt^Jiai: LT^ftTi* 0 , MUX 

mm- b u vAtfA l p«att±#s-fr* ,r kswn^ 

TV^S [Youngt ; Cane e r Res. .£ 
5, 2976 (1985).Moritaf>;Canc 
er Re s. . 42_. 4540 ( 1 982) ] . 

[0383] (^fcfirffi) 9 6ft7V-hfcl5,000>- 
/we 1 1 fc**i3fc. A2780»£ 0. 1ml 
fit » . SBmfcTRHHBR L««WR09il»» 
0. lml-foaaiDLfc. 3B1»71/-M(0 
«)ia*TBSffi»}B[(2 0mMTr i s, 13 7mM 
NaCl, P H7. 6) T'20^L^. o^f, 0. 
6mg/m lsOJSJScOp-- hD7x^/l/7t7.7x4 
h (9. 6% i/'x^ 7-/1/75 0. 5mM Mg 
C1 2 (pH9. 6))mm%0. 05ral-fO& 

hU^A^kaSfaiO. 0 5mlTRj6fcff.ifcLfctt, 4 0 
5 n mOeK3»if £ U A L P&mtmB&fZ 

maMcom^mm (ALPmin) (gg&iu % 

HfSHS:, «-5 [*3 1 ] fcjj*U:. 
[0384] 

[£3 1 ] «- 5 : A 2 7 8 OnCHtijHWm 

^Wt^ft ALPrain(^M) 
SUtWKOft^flj 1 
£N0!2attfttt 3 
»ftM3<0ft£!ft 3 
»«4coft-&!f% i 

£»W5«>{fc£ai 1 

sesfeW6<o-fk^aj 1 

3S*W8«ofl:£ft i 

m®M9<Dtt& f ®i i 

[0385] 

SdtWiowfl:^ 3 
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mtm 1 1 o-ft-^ft 


i 




i 




3 




3 




3 




3 




1 


mm 2 4 atom 


1 




3 


[0386] 




9ffiM2 6ff>H&fo 


1 




10 




10 




10 




0.1 




10 


mm\3 2cr,\t^ 


3 




0.3 


mm\3 4a)it^ 


0.1 




0.3 


[0387] 




mmm3 60)tt,&®i 


10 




1 




3 




0.1 




10 


mm 4 um&m 


0.3 


£Jfi0«4 2«fl;£ft 


10 


«M4 3cO-ft^tl 


3 




0.01 


»5feW4 5^t^ 


0.003 


[0388] 






0.1 


mmm4 8coit^ 


0.1 


mmM4 9<vtt,-&'®i 


1 




1 




1 




1 




3 


mmms4<Dit^m 


1 




1 




3 


[0389] 




9ffiW5 7 afcitb 


3 




3 




3 




3 




3 




3 


mm 6 5m&* 


3 





3 


mm\6 7cr>it^'m 


3 




3 


[0390] 






0.1 


H«j7 1c9-ffcl=i* 


10 




10 


HMM7 3c0^ft 


3 


SSttfll7 40>fk£!ft| 


10 


HiW7 6<o-ft;^ii 


1 


H»j7 7c0-f^tl 


3 


HJte0i]7 9<7)-ft;^i) 


0.1 


&IIM8O0fc64li 


0.1 


M&flijs 1 cofc&Vn 


10 


[0391] 






1 


Mt0lJ8 5«Ojt;^ 


3 




0.3 


mmi8 7coit^ 


0.1 




0.1 




0.3 


mmM9Qcr>it^ 


3 


mtm9 Kr>it^'% 


0.1 


mrm\9 2cr>it^ 


3 




3 


[0392] 




mm9 4<?>fc&to 


3 


mm9 5<7>\\^ 


3 


mm9b<nfog!fa 


10 


mw9 7<mwk 




WM9 8<^>it-^k 


0 1 


mWi9 9<nit-^ 


3 ' 


m&ffl i o ocoiks^ 


1 


mm i o i co-ft^-ft 




mmi o 2<?>tt&m 


3 


NMl o 30-fL^ft 




[0393] 




Xtmi 0 4*Hfca* 








««i 0 6^^ 




HffiMi o 7<r>\Y&*k 


1 


HWl 0 8^b^-i; 


3 


5tltni0 9ofl£* 


1 


mufii i o«ft^ 


3 


hgnhni i 


3 


sskni 1 2<n\nm 


0.1 


mm\ 1 3coit^ 


0.3 


[0394] 




mil i4co{^ 


3 


saini 1 5«ft£!fe 


0.01 
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mm 1 1 6oft;i=ri) 


0.01 


3 9tf)-ffc£* 


0.3 


H»li 1 9co-(t;-^ij 


3 


HtlfiJ 14 0 <7)-ffr&!ft 


0.3 


aMl 2 OcO-ffc-S* 


0.3 


H$5$J 14 1 coikik^ 




Mfe^i 21 co K-sm 


3 




0.1 




0.03 




3 




3 




3 




3 




>100 


mtm\i2 5co\t^ 


0.1 


itmi2co^m 


>100 


[03 9 5] 




10397 }mssmm2 






3 


tmmm 




ustsMi 2i(»\i-%m 


0.3 


(mmim ) ^x-wf& i &&AmmmwE hi -3 


HiWi 2 8<7)-ft:-^ii 


0.1 


(l~3xl06ce l 1 s) £ 


3a 1 b/cV^Xffi 


HisMi 2 9<n\Y^ 


1 




1SU)1 3 O^-ffc^lj 


0.03 


lBgfcLJitf&l~4B£J:tA'7 


~1 lBfc^RlSlH 


HffiW 131 w-fc-s-ift 


0.3 


1 EH1PS4U:. #ffi»«£#B»£fl»U Con 


»fiWl 3 2c0^il 


10 


t r 0 1 S«»atWSIftfM»4#Bi(0 


£ffcWl3 3tftffcdft 


3 


jut/c. %) mum,, ztim-fomtixtm 




3 








3 




6 [S3 2] IZvKl 


[0396] 






SiM13 6«f^i 


1 


[0398] 






1 


[S3 2] 




mmmi3 8coit^m 


1 







«- 6 : WE H I - 3MB(dttrSttl«fra 

ftKftftft jumol/kg) T/C (%) 

HMM4 5COit-&%» 16 138 

ltllM4 60ffi6« 3 2 14 1 

191014 8 Oft^tt 130 190 

^StMl3 0Oft^ft 130 189 

[0403] zcDmcotMzii., -ftmztix^&tm 

A'.y^r-^ [CATALYST (MSI ft) . Ceri us2/QSAR+ (MSI 
4t) , SYBYL/DISC0 (Triposli) ft if] W^tffl^ 

^«JtcO«fej:^MJffc(i. SYBYL/DISC0 (Tripo 

[0404] 901014 SCD-fl^fcoWC. SYBYLOX 
* v*Wfi*J8Vvt 3 &7EMilt*»£U Gasteiger-Hu 
ckelffifci 9#Jf?±fc£m#S:tf4l*:fjL Tripos?] 

[0405] i«o8$, m<.m£.m. ymm^akxf 
wmmtmrn t-commmmmmz tab 

*R£Lfc. Sfefc, IIICTI6IS^(cov^TllM6Sitte 



[0 3 9 9]mOMf|3 

(HT-29, KB-3-1 ) ftjf-F^^fcWi 
U flc«#2 0~10 0mm3g«fc$rij s 

8-1 2B. 15~19H*J«tV2 2 
-2 6HfclEW3&gPS-§-UJt. B«ft8Bi, (fiftft 
K) =l/2x (Xft) x (fflg)2 fciOSftfc. 

[0400] (msmsk) HT-29 Mtt&gim 

4 8<0fc£ft 6 ju m o 1 /k g ) Og@8tf£% 

S\ [HI] fcSLft, 

[04013KB-3-1 fc^trSH|fe«4 8« 
(f^l6 6//mol/kg)«*«t [02] 

[0402] twsam 

(riiStt-f^tltiSfife^^TVP-CO^) 
-fWvStt*^-r-f^T*l»^*«4 5, 6 
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■o v ^x i> 3 <X7cfl6tcoff «fe W3y7^^ 

[0406] £jfiffl4 8<0fc£!ft£8£4HFi: LT . * 
CDZtl?tl<Dzl>7tX-is 3 yte»LTSBiW4 5fc 

it/flJKM 6(7)-fk-^!rto-r / ^TC03>'7*^-^ g V 

[04 073 tf 6*ifc»s^**i1«Ke-3Vvc, Mfc-g- 

ft) . 4ftW*a=5rf)^ (S&9*flt) fcitfiSttfi 
fcJBVvfc 3 <XtgQ S A R<0jW$rfSm5: if 1 1, t fc, «g 

[0408] ♦H»JS>ftfcWa#bttflBtW4, 5* ( 1 
3) Wft-^ftcoB^fi^ (Wl), ASfcoSft (W 
2 ) *j J:tf*XlteStcftE (^sK^Hasirf ) (W 
3) fcrfcWt, W1~W2 = 8. 34A,W1~W3= 
3. 80A, W2-W3 = 5. 5 5 A«1M£ fc £ £ fc 

[0409] (ffttfll :JCM0|1 3 0«Hfc^«) $ 
ttffll 3 OO^-^ftcoffiSf^ffliS^gpfifeiyXyXT 

ie«s^^tfflv^^Mit!M4 5, mmM4 ea&if 
mm* svik-smmmmk ix, mmi 3 o<v 

V\ 1 3 0 C7>ft^<7)vgtt3 V 7 3 y& 

HtO^y^VigcoS* (Wl ) fc^t/'h-Ui/'yJgcOS^ 
(W2 ) t5i.V*)VX=.)VW» (W3) £g«U sia 

[04 1 0] ifc. 0e¥ffi!5:tS^-PUTf^T«3 

tt, W1~W2 = 8. 43A, W1~W3 = 3. 82 
A, W2-W3=5. 88A U&S&K&knxJM* 
-H: 2. 86kcal/mol) (OSSHki^bt^^tl 

ft, 

[ 04 1 1 ] 4^, mwMtesbmmTiimm 
xi%t>tit:y$-mm®mk ix, tm»m'€ 
oz.kiz£ixi>®-<m%mt>titi. mnmsk) 

mwk*&- 1 im 3 3 tsLfc. a- 7 : 



[04 12] 
[*3 3] 

flJ&fSl W1-W2 W1-W3 W2-W3 

(A) (A) (A) 

3ISsM3 9©ft;-&t/ 8.20 3.95 5.49 

&SS#J4 5 O-fb-a IS 8.54 3.85 5.55 

H»J4 6©^-&^ 7.42 3.97 5.93 

WGM*7V>ft&lfa 8.52 3.88 5.96 

$mM4&Ott&m 8.43 3.94 5.51 

&SEM7 9<D&&® 7.09 5.20 5.48 

^Sfc0ij 8 0 <Dib&fa 8. 59 4. 37 5. 51 

7 6.80 3.80 3.63 

[04 13] 

£M&18 8<Dit-u®l 8.67 3.50 6.22 

SiSMl 2 4©ft^ft 8.29 3.75 6.42 

Slj&Wl 2 8©fcMf 8.64 3.76 5.90 

SQSMl 3 0©fc&& 8.43 3.82 5.88 

%Kffll3 10fc&tt 8.59 4.88 5.47 

gj&Ml 3 6 ®{b-$i®) 7.59 3.94 7.27 

gJSMl 3 7fflfc£# 7.58 3.94 7.27 

[0414] 

9ffima8<Dtt&® 9.07 3.94 7.47 

mmm3 9<Dik&®} 7.64 3.94 7.29 

%Jfcfll4O0ft:&tt 9.11 3.94 7.50 

Sfflfi^ 1 4 1 ©fl;^ 7.60 3.94 7.28 

^JSMl4 2©ft;-g-^ 9.02 3.94 7.44 

Wmi4$<Dft&® 7.62 3.94 7.29 

mMM14 5<Dit$<&J 8.48 4.40 5.69 

[0415] 

«<, sdLHii«. wmz-mxhh, 

mi] mmm{nr-29)nzMixmm48 
<Mtem$^mm<nm*7xmx-i>&. 
[02 ] hi»« ( k b - 3 - 1 ) iznixmtmtt 
so)it^&$®nMmm<mit*7f&mx% & . 
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- tarn mm*m) 



(51) Int. CI. 6 



A6 1K 31/38 


ADS 


A6 1K 31/38 


ADS 


31/415 




31/415 




31/42 


ABA 


31/42 


ABA 


31/425 




31/425 




31/44 


ADA 


31/44 


ADA 


31/445 


AEA 


31/445 


AEA 


31/495 


ADV 


31/495 


ADV 


31/505 




31/505 




C 0 7 C 255/31 




C 0 7 C 255/31 




271/18 




271/18 




271/40 




271/40 
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275/24 275/24 

275/28 275/28 

323/52 323/52 

323/62 323/62 

327/48 327/48 

335/16 335/16 

C 0 7 D 207/34 C 0 7 D 207/34 

209/42 209/42 

211/24 211/24 

213/30 213/30 

213/40 213/40 

213/56 213/56 

213/65 213/65 

213/70 213/70 

213/74 213/74 

213/75 213/75 

213/81 213/81 

213/82 213/82 

233/34 233/34 

233/42 233/42 

233/64 1 0 3 233/64 1 0 3 

239/28 239/28 

241/14 241/14 

261/08 261/08 

261/10 - 261/10 

263/48 263/48 

275/02 275/02 

277/24 277/24 

277/40 277/40 

295/08 295/08 A 

307/12 307/12 

307/68 307/68 

307/84 307/84 

333/16 333/16 

333/38 333/38 

333/62 333 /62 

401/06 2 3 3 401/O6 2 33 

239 239 

401/12 2 0 7 401/12 2 0 7 

233 233 

405/12 2 1 3 405/12 2 1 3 

409/12 2 1 3 409/12 2 1 3 

413/12 2 1 3 413/12 2 1 3 

453/02 453/02 

491/048 491 / 048 

495/04 1 0 5 495/04 i 05 A 

521/00 521/00 
275/02 
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(72)^HJ1# fflR HJff (72) ^HM m 



